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[^fi^iSfc 4 1 wm&mm wo 98/23592 y7w^ 



X: C-R\ X«N 0 
Y: C-R<\ Xf*N D 

R 11 : -h, m^ftx^x^^^mr^*/^ xumm&tix^^x-b iiMsaTA- 

*r;UXWM£tiX^X$>£^T$ y o 
R 12 : -H, Xi^n^nU^tlX^X-h «tVM«T/V^/V^ : b< ary — 
fcfcfU R 11 £ R 12 W^1-6^mil?-t-^i^oT, «m$tbTVNT^«tV^^T5 
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R 3 : /ND^y, jSftr^ Xli<MS»7/i/^. 

p 7;^/K ^oi, -0-®JjRT/l"¥/K -OH, -NHCCMSfeT;^ 

R 7 : -H, ^ppf \ «7/^/HliAay;tt7;^^ , 

*»MK:J:*Ltf, .£*T<£> (2) 7?rS (2 1) ©3&9§tfsaHfc$*xS.' 
(2) _b|SS: (I) <D*y n ^^^WiHI^fcfFt ^tl^t^t^i: u 
T-^f -5 P2Y12 l&Mo 
- ( 3 ) ife/J^^PlW^J £ bT^-hfB^: ( I ) <D*/ n l^mm^X Itt <DMM^&J f -fF 

(4) P2Y12|S^J^ b"C<D_h|B^ (I) O^/ni^^flcXtt-toaiiSIS^tttefF*^ 

(5) JfiL/h^j^PlW^J^ati-5fc&©±.|B^ (i) <D*yni^mftx& J £<bW& 

(6) P2Yi2Piw^j^M3t-r^fe^c9±ia^: (i) <D*/r* s smmftxitt<D9m*£&j 
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X: C-R\ XfiNo 
Y: C-R 6 N X«N 0 

^■/WMM^tLX^Xh^^T^ So 
R 12 : -H, X^-^rtb-^ti/g^ $ tVCV <fc V MSI^T/V^/V^f b < \XT V —/^ 0 

R 3 : - Aoyy, iS^T/V^/K X«-0-iS^T/V=¥/W 

R 4 : ^tl^tiWM&foX^^X-b <fcV^^ nT/i"¥/WgU< ti^SBS^ngk, X 
teisfvT/l'^X'mmtStlX^ZI&mT/^/K fcfcfU R* tm&iStiX^ 

n7W3vK TV—}ls s ^T^n, -0-\$M.T -OH, -NHCCMS* T As* 

R 6 : -H> ^n^V N {S0T/W^X^n^y{g;^T/V^/V o 
R 7 : -EU AC^y, y/ilT/i'^^, 
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-3-#/i^ k K7v? K£|& < „ ] 
(8) x*K CH-efe^Ji|B (7) mMofc&yoo 

o) r 3 ^ x ^ayv-c'fe^>±iB (8) mm<D4k-&yo 0 

(10) R 4 ^ % ^^PT/^/V-efeSJbfB (9) ^m<Dfc&!%> 0 

(i i) r 5 ^, -h, -oh^l< f^Nn^^-efc-s do) faiWfc-a^o 

(12) R l2 fcQm£vmu&nzi^u±<D&x^ti^tiwWktstix\,^% itctc^p 
ft< HiofiPi^ita ^mi^htv^) fiar/^/vffes (1 d isifcofc 

PS¥ : -C02H X -SQ 3 H, -PCOXOH^S-t^-OP^COH^ 

QS£ : -F, -OH, -CO2H, -SO3H, -P(0)(OH)2&t^OP(OXOH)2 

(1 3) NR U R U « t ^oTQii lO^_h(^T?®m$*VCVN5 (fc 

fcU>^< i:%lo(iP^S^i:0g^$H-Cv^)^T5/S-efc5 (1 l)fB*fe 

(14) (7) %mL<o\\&m<no%, 

[2<{U<^? n^^r^T ^ y )-l--yy n^>-^/V-6-^/^n^-^-^ y-l,4-S?fc: 
(2S)-2-({[7-(^^ n^^iX/l^r ^ /)-l-^^cr-<^^/lx-6-7/^n.4-^-^ry-l J 4-^ 
2-({[7-C>y n^^vvVT 5 /)-l-v-^ n^^/l^-^/l^n^-;^ y -1,4-5^ k K 
(2S)-2-({[7-(V^ n^drv-yPT 5: /)-l-->^ xi^s*$-)\<-(>--7 jVJrn-A-jr*: y-1,4-^ 

{2-[({7-0>y n^**/tVT% /y6-7/Uytv-4-jr*y-l-[(3S)-T fyt Kp77^ 
-3-^^]-l,4-^ t Ko^f / !) ^-3-^^}^7/k#^/V)T 5: y p^W}*;**^^ 
{2-[({7-(^y n^^>/KT 5: 7)-6-^7V^-ci-4-^-^ry-l.[(3R)-7 i h5tKP77V 
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{2-[({7-(v-^ n^^^/l^T ^ 7)-6-7/P^-D-l-[2-t Ko^^-Ht KoWf 

[2-({[7-(^ n^df^/KT 5: y>l-(l-x^;V/u \£;Vy6-7A'Hrn4-tt V-M-v? 

[2-({[7-(^ n^df-'v'A'T 5; t°/V)-6-7yV^-a-4-^-dr y-l,4-i? 

(2S)-2-({[7-(^ ^ n 'sdf^/l/T $ 7 ^-/K^ n fcVl-)-6- :7 /I*;*- o V 

Kn^y y y-3-/f ;v]^;i/^=;i/}r / VIE 
(2S)-2-({[7-0>^ n^df ^ 7)-l-(l-3i^7V'^ p ci ^/l^>6-7^^-D-4-^-dr V 

[2-({[7-0>^ D^^V/VT ^ 7)-l-(2>^^ ^^-l,3-^^-^rf-^-5--r/V)-6-^/V^- 

(16) jfiL/j^^Piw^J-efcSJilB (is) i5«og^ia^ 0 

(17) P2Y12 5 JblB (15) flB*0^*Bj$4fe, 

(18) jM>tiftBlfcR&&#0 £ LTC0_hfH (7) (14) <£>Vvf tl/*^C|B4fe^fc:^ 

(19) P2Y12|fi*jfflfc UTO±|B (7) (14) CDVvf ixa»m|Btt©<ffr£tto>te 
(2 0) JfiL/J^^PJ.^J%^5t-rSfcJ60±|B (7) 7?/M (14) ©Vvfjh^fcfBSS 
(2 1) P2Y12&^&M^5fc«>tf>Jb1B (7) (14) <^-f ftjHcfBiiO'ffc; 
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^/I^(^CltlfeO#atmtt^"e*>l9x »* t < tt Cm T^^O^ 7 
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^ttMtff, v^n:/nt:VK v^nT^/K v^n^l/^/K ^a-^>/K 

^siom^ 0*b<«5 75M7m^<D i«^^ri:*.b. Mtfcmazmx.it, 

S?fc Kb t°n y /K fhyfcKn rh7tKn7!)/K s^T 

litfny^K fc°-<y^/K k°-<^^/K r-^t°=/K ^-/Mwk f-Jc^jv* 
=/K "7" h^fc Kb fc°9~/K S^^i^/K f F7t Koftt°7=;K'fc5 0 

ato i mm^mMv, Mcfcma^mx.^ t°n y ^ -7 y /k ^~/k -f 5 y 
t°^/y/K hyr/y/K ^f-^/y/K ^r^y/K 77f=/K n°v^ s 

KP/K -O-Kyi^vK -<^^^y/K ^o-y'^^/K ^y^^^/y/K 

^^y/K ^o-^hyri/y/K ^^y^f-^y/K ^/fr/y/K -^y^ 
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ti?7/-;K ^yy/K -ry^yy/K ^d^^k -o-y^tf^/K y^^^ 
-^y^y^-zK ^/^rf-y— /k ixyyij^K ^o-y-y^ 

r s y j ra, ifi^i^f^^r o at*) 1 #^-efe ,9 « muk? t u 
T^i, l£lt£rg7»;-ev'>-c*> £v\ ^^{dfi, tfn y tv, tv<y $v % tv^v 5 /. 

^ y y ^-2(iH)-^/i-T*fes 0 

R ,2 ^s3»t5 nt&^jh/r^Tfc^r y— /ku r 11 t R n &mmi~z^mm*kkh 

izTF-t rm&ztiT^xt «t yj ; r 2 (c*5{t§ r«si£jh/ovct>J:v^* 

rg^^tbTv^r^ iv^ssi^^naij ; r\ fc&ttS rg^^tirvNT^b «fc 

JftSftTv^fej^aMfcr^yj fc^^xfF^&tizw&mt Utfi, ETF© (a) 75 
M (h) lJ:*$tbS3E^Wfe*L5o £fc, R 11 K:*5»tS rft^^ttTVNT t> ,fcvM£» 
T^/I/jj^ mS mWkiStlX^Xh^m&T/^W ; R 2 fc:*5t*5 
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^iiwsttt^ sxt<d (a) 7bm (g) K7jk£foz>m&m\f btiz> 0 -&it % & 

^T*S, -C0 2 H, -C0 2 R z , 1 o©te^T/V^T*Sm§tLTVNT%«tV^/V 
^•=e-f/K ry-A- (r©7!) — ^^^o^>'T?gm$tl/TV^Tt>J;v^), ^#^7^ 

(a) ^n>r>- 0 

(b) -OH, -O-R 2 , -0-7!)-/K -OCO-R 2 , (=0), -OSO»H, -OP(0)(0-R 2 :) 2 , 
-P(0)(0-R z ) 2 , -OP(0)(OH)(0-R z ), -P(0)(OH)(0-R z ), -OP(0)(OH) 2 , -P(0)(OH) 2o 

( c ) -Shu -s-r z , -s-t y — /k -so-r z , -so-T y — /k -so 2 -r z , -SO3H, -so 2 -T y — 
/K 1 ox^i2■o(Z>R z •r♦gm$tl.•rv\•r l fc<tv^^/^7T ^ E•'r/^o , * 

( d ) 1 oXtt 2o©R z -egm$ tvTV^T t<fcV^T^ / ,-NHCO-R z ,-NHCO-T y —/V, 
-NHSOz-R 2 , ,NHS02-Ty— ~bn, ^ / (=N-R Z )„ 

( e ) -CHO, -CO-R 2 , -C0 2 H, -CO2-R 2 . 1 OXfc 2 -?<D R z 5g= L < KtT y -/I/ffi$ 

^ U < te-C0 2 -R z T*«& $ ttTV NT J; V >), J/T / » 

( f ) T y — /^L< li^^oT/^/K #:JS, -OH, -O-^X/t^/K 

1 olfj; 2 ^<D&kT/\s*rSVX'W$k£foX\^Xh % / , -C0 2 H, -C0 2 R 2 , 1 oX» ' 

(g) »^TPl*L<li#»Afni o itib©Sfi> -OH, -o-{« 

-C0 2 H, -C0 2 R z , 1 oXft 2 ^(Di&mT^JlsXm^&thX^^Xh <fc V^/W^trxf, K 
Ty-/K ^n^^^R 2 ^^^^^;^^^^^ 1 o£LL<Dg 
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(h) ±|B (a) (g) fcTjktsthZm&mxymtRZtiZ lo^±©ST«§n 

Ql£ : -F> -OH, -C0 2 H, -SO3H, -P(0)(OH) 2 ;&tF-OP(0)(OH)2 
H&1E^^)^*5VNT, X t LTiift b< « CH X»-foZ> 0 

R 12 £ LT % ftizV<teQm£*)m$l&tiZ> 1 o^jKDST'-^n-etugm^tfCVNS 
(7cfdU!^«i:< £ h 1 otePig^Stc £ 9 g&£HTV^){S0T/i^/V;gb< teT !> — 
A*; £ b< i*QS££ 1 o^±^D^-e^:tL^i^gm$tLTV^S(f^:7^: L 

Pi : -CO2H, -SO3H, -PCOXOHhSLl^-OPCOXOIDa 

Ql¥ : -F x -OH s -C0 2 EL -S0 3 H, -P(0)(OH) 2 ^.D?-OP(0)(OH) 2 

Sfc, R 2 t tt^t b< te^;ft^g^£tLTV^& £W«T^3VK v'^PT/l' 
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R 5 t tt^ b < tt-H, -OH ^ b < ttAnyytfc t) , «fc 9 0 £ b < H, -OH 
fL<fi7;^n-eJ,^ $^W?^b<fi-H^b<«-OHT*fc§ 0 
*fc, R 6 £ bT0* b< «-H 
Sfc, R 7 t LT0*L< te-H TfoSo 

s£ (i) fe^vN^ (i-a) T^$tL^=¥/civfi^f^ m.&jfm-t&m&hhVs 
it**** mmm^m ztiz arc & s ps 9 ^ v ^ ^ & 5 v > 

y ^n^©a68us^\ mwt, ^nf^st ^^ym, -^^^m, =^^^m, -7 

catting T^=?A&4ga$#if pj^^o 

^«^lB^»!l(c|B^^n^^{-PS^$^S fe^Tfi^< , ^ ( I ) &3 ( I 
-a) T^^nS^^WO^^&tlt^^n^^Oi-^T^^i-^^OT'fc 

So 



c 
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K9 y ^^^-f"S^i: Lttt, Prog. Med. 5: 2157-2161 (1985).^fBit&*vrv^S^\ 

CK3t«fe) ' ■ 

JS«Sr*H'Sr.i35S"et. ^e>©^S^bTtt^J^^y->- (Greene) RXfiVv 
y (Wuts) UK rprotective Groups in Organic Synthesis (third edition) J fcIEfc<E>t^S£r 
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(1a) 




da) dh) (i-«>) 



R l \ R*\ r\ r\ r\ r\ r\ xttJb^aiSr^L, Lvf4-t©SJtS»c^:cfc 
(ISA) 

(la) bik&m (lb) ^©jfil^-gl^SJESlCit), te£*4& (lc) £r 

(ISB) 

ffr£4fc (lc) hty^m (Id) ©TA-^WbR*SKiJ;D^ -fb^#l (le) £§g 
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j>fc + ;ls*-*ci/7!)Sfi?m\zm},> btlZo J. Me&.Chem., 23, 1358-1363, 1980.{Jl|B^$tb^:^ 
(ISO 

de) <Dwmm*\k&m (if) ©r^iTitu dg) 
zmm-tziimx-hZo 

(le) {Cl;fci7<5M£S Lv te N ^«^fim^}C*5VNTM$^ 

^tftfrMKm^btlZo JLUCK&\^X*/l'*~Jl'*$Sm& Lv b-f&m&tZtZ, 
Lv ^LT^t-Sjk^ (la) *M&mntVXtii%X*%Z>m, 
Lv kl,Xm-tZ><b&®l (la) fctiOTIl^U jfijOftX©, #I;tfc£X;fiB 

^MfcTK^ig ; ^at^vac— T Yy t K077V (THF) N i^3r^:/4i£(7)3^- -tvV 
N,N->M $ K(DMF) ; ^ ^/U^/U^^-t^ K(DMSO) ;S1^n^vKEtOAc) 

^5 (EtOHh 2-7°n/-?y— /V^(DT/V=i-/V^cD^4 3 n >ffrg^ (i e ) tit 

(If) £ Sr^A-TZ/M— 7j£i&pJ*fflV\ ^?£7$MMM^T^t 5 - t <5 C 
iotl^ ^m^S ( b !) ^5vVT ^ i/, SM* V T'a tV^^/PT ^ >\ ISM 

^vi^/p* y ^ if y ^ v N 4-(N,N--^^ f;v7 ^ 7 ) t° V i?ism*m m\z.m v > £>*i 3) , 

x^^^s (^^yi7A, ^-t-^^A, fcrnti-bv?^ 7kmib#v?j», 



WO 2005/009971 PCT/JP2004/010781 

17 

■fcmik-f- h V tert-^ h^r^ V ? J^mmj-MKm^ btlZ) 0#^ET^fr9^^ 

(IgD) 

*x§(j:, ib-s-% dg) ^n7K^?^(-#-r-t^«t v^.ik&m dh) 

n^^b^-fbTk^, T/^3—/HK, DMF> N^-^W*h7 5 f (DMA), N-p< 

k^. dmscx t^v?y s Tk^oRjEB^^fSte*^^, i», &Bfe, Jfeffc 

ME) 

*XStt, (lh) 5£L<W:*<0R&^*#£fb£^ (li) £<7>T:* KfbfcJ: 

5 *&Wik&® ( I - b ) *«3Si-«3jet?*>5 0 

X/Utf^/VZ/J * Pif—fr (CDI) s l-ai^/l/-3-<3-^ ?//n tfAO^/WtfiM 

^ K tS^t (WSOHClh S?3/*P^^A';fryl'Ja?$V§ h\ ^^^/^^^^D 

(XSF) 

#XSW\ -fb-g-fe (le) %Jp*^#PRJtSi!i#i-ri|!:J:t)^ <b<£% (lj) <S:8i3ti-5 
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*xm«> o&m dj) <DW,mm&fc&w (if) ©r^ys-c-tiu 4t&® (no 

%mmirZ) HUXh 9 , X@C Km CXfT 5 -^^-e^6o 

(XHH) 

*imte> {bi^#> (lj) fL<|j:^«Wfti:^ (li) t^TUMWa 

(IS i ) 

dk) oiftMia&fc'Mfe (if) ©rysti^u ^mwit^m 

(I-b) Sr3K3^t-5X@-efct) N xac^CT^T^ r.^^^^^ o 
(IfiJ) 

\\&m da) <^T/v^/wktcj;t), (id ^m^-r^TMxh^o 

*XM(DT/i'*Mki^ HUB Km KttmxteM7*&}T/i>>*Mkfo £<9ft?Z.b 
#5o 08*.tfH*ftt|6*ii rH^b^jai(m4)K)j 20^ (1992^) (*L|$)4gFt!:lB*t© 

(ISK) 

*ISI1 ik&m (lb) fc-fb-fr* (n) b<Dffi&'2Mk&jfo\z.£V), \t^m (le) 
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1) HC(OEQ 

2) F?-NH, 
(2b) 




( I -c) (1e) 



(X@A) 

*X@te, tt&m (2a) fc^/^h^tt^^^vR:J;S3l6^SJfSti:aE<^^ (2b) \z. 

&zm®mmi&\z&v) ^ \\^m (2c) srUJttsnjiT'&ao 

7VHg, ^W^'fbTK^, DMF, DMSO. (EtOAc) ^O^^x/HR, 
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-mr, 3!r#aiift^iws, dmf, DMsom<DKj&K^mm?mm*, ftmT, m^rib 
mmmffiTiz.ffoz.k&-e%z> 0 \\&m (2b) ^mmm^^xR^n^^t 

v^axsh x^ffi^s^ ^-feix^A, ykmib-Thv tK^ 

(ISB.) 

i\&m (2a) (2d) ^J:5ttMltKJ&l-<fcD> Q&m (2c) £ 

isBti-5xm-?&>5 0 

DMso^<D5Cj&\z^mmmm*, 4k&%o (2a) t^^i (2<d t^m^^is^.-^* 

y 4-(N,N-^7^/^T5/)^y^^^Wag^^:fflv^fett5), Xte&JS*&!£« (£* 

m# y a s TK^b^ h y ? a % 7k^fk# y ? a n i> y ? a, 

tert-y h=¥^ y v ^mmm^m\^frz>) <D^ricn^<o^^fs:m^h^ 0 
die) 

#XmtiU f^tfe (2c) (DT^S^frtifMia!), (le) ^M3ti~ 

*xa»#»itRJ^^^n y W^t^^iS, TvMJg, ^^^Tk^SS, DMF N 
DMSO^OKJ^^TOtt^^^^ (2c) MT, ^T^MAnff&t^T^ 

^f^7 ^ ^vi^/v* y >\ t° y 4-(N,N-^y $ y >t° y v^^s 

&mm^btiz>). wz&mw&& c^m^y^A, ^-fe>"?A s TKm^hy^ 
a n tK^^ y ^a, Tkm^ h y *a. tert-y y ^a^s^^v^*^) 
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(i-c) %Mm-rzzk&-?2z> 0 




( I -d) (1e) 



(ISA) 

#ISB\ (3a) hty^m (3b) ^iS^Ki^^J: fls-g^fe (2c) Sr»3t 

(3a) (DflfcHtS Lv fii^oo, /n^/Nayy, T/^n^rv', T 
^X@60^#?(3b)©#t? <9 ^ ZLWfc^<Dfam^Wmt (3b') ~ t 

DMSO ^O^CT^tt^Mg^ (3a) h\\&m (3b) £ &*g*r/W5M— 
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m*v$j*, &m**sv*. Tkmit-rhv *mfc#yv^ Tkmit-rvv^^, 
diB) 

\\&m (2c) ©ai^KjE&^io. de) *mm-tz>xMx*hz> 0 

IgA©|#iaoTli (2c) «r^BH-«ni:)&<— ^ (3a) «tt) (le) £ 
(I-d) &mk?Z>ZLb&X'%Z> 0 




( I-e) 



(ISA) 

#X@ta, fl^^J (la) <D«S£r^-a-#J (If) © T U ft^lfe (4a) 
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<fb^#7 (la) ©Lv i LTtt, MJy/i'tn^^y^ 
7}s->V^-^^S$f5f ^^:^v^^tt6)^ Tetrahedron Lett., 38, 6359-6362, 1997.fc|E^$tl/fc 

(ISB) 

it&Vo (4a) (lb) £<^ft^ • KC&m (4b) £r 

(ISO 

*Hft (4b) bik&m (id) ©T/^/Wb^SKiJ;^ -fb^ (4c) trig 

(ISD) 

*X3Mte % (4c) %tofc5m5Lmctt-tZk-fc& t>. (lh) <£riSS5£1-5 

(X^E) 

tt&m (ih) ^b<{i^oSiSttp^t^^ (ii) i©7-; WhK£ 

v*mmk&m (i-e) sr^at-r^xmt?feo, f^-a^x^E^cx*??^^ 
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NC^CCLEt 



Lv X NH 2 

(5a) 



IHA 



•? EtO,C 



R*-Lv 

(1d) 



cj3 T Eto 2 c 
Lv A X A N' N 



IIB 



(5b) 



(5C) 




iic - 



Lv A X*V N 



(5d) 



HNR»R 12 

C0 2 H 



X1G 




NR 11 R 12 



(iiA) 

^xmt. K&m (5a) i?ryfc y %\%m%*sr; mm^^ma vxit&w (5b) 
(5a) t&m*r/\'7bm-jj&mwmm\<\ ^rfctrs^fcas-ess. m~ 

^hy^A, tert-y h*c^$ y t>A, @^^by !>A^^W3i^V^P 5 tu5) &fflV> 
(ISB) 
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*xmte, <k&® (5b) kft&m (id) ©r/v^/Wfc^SfcJ: !K tt&m (5c) Srii 
(ISO 

*XSli, 4b£Jfc (5c) Sr*P*5^Rjtfcm#^-it.H:J:9, (5d) &mtfZ> 

(XSD) 

ttflf^ (5d) «r % »ao^WL M^VXit^ (5e) 4rJtt3frr5XST?«> 

So 

T;vm. ^v?>fcmt7kmm. ssi^o^^^hi, Ti?h~>y^<Dsos 

fc:*i&te&»ifc<f», ttfl5t*fP^©^a^fl^|t«(b^l(ll (5d) £ % 

5„ {b-a^Jlc iot» DMF ^^M^iiP^S r £ *)m&&^\\zMft1r%W&& 

it&m (5e) <Dj&Mm&fc&to (if) ©T^;l-eim (5f) 

(XSF) 

*xm«. ft&m (5f) SrJP7K^»RJSK:f«fi-ii:^«fct) N -fh^^i (5d) £r^3t1-5 

xs-efeo, m-Mix^D^ipc-r^f ^tms, 

(XSG) 

*XStt % -fb^ (5g) 3gU<tt*©^t»»#fcte£4fe (li) t©75 KflSK:* 

"o^mnw^m (i-f) &§sat-t-5xm-t?$>9, sg-s^xmE^ipcT^?^^ 
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d-g) 



(i) fc-5VMi (i -a) K&^xYfriiT?hz>fc&mc>wkmm'?&z> 0 

(ISA) 

#X@f* % *b£^ (2a) ^T^itUt^m (6a) £ig3£-r5Xa-t*&>5 0 

tvi^ ^o^Vfbi^bTkiff^ /Mg, Tir h~ h y /K Tk^KJ&CT 

ib^ (2a) tz^svibm— %%mm\&m\s\ mmibmmmmT^n^^t^x^ 

6), Xte^JR^i&X (^^y^A> zfcgMfc-T-MJ 7jc^fb#J> 

T^-fb^ h V tert-^ h^TJ y £ A^tfSgJjgfc:^ bftS) (D^ftTtfl 

(ISB) 

<b£-#j (6a) ©»7n«j^FrtatflSfi0SH:J:?), (6b) ^Sg5t-T-5X 



WO 2005/009971 PCT/JP2004/010781 

27 

5££;oS-T?#3 0 ft&m (6a) l^ft5liiliLv.tt7;^o, ^nn, ^n^^ 
-7;VJru Sr^V^^^^ai-efeSo Chem. Pharm. Bull., 36, 1321-1327, 1988.fc|B4fe£*l/fc 
(X3SC) 

fcum*. it&m (6b) t^#3 (Id) <DT^*Mk&!&fc£ <Q S 4k&m (6c) £$g 

5£-r3xirefc9, m-^xaB^er^T^ c t^T?#-5 0 

(ISD) 

\\&m (6c) OflfcHtS^b^ (If) OT^Sfi^U it&m (6d) 
*X6W\ (6d) Srip^K^K^-#i-r fcfc:J;D, ffrg^ (6e) £S£i£1-3 

(ISF) 

*)*&mk&m (i-g) &i&it-r3xs-c-&^ m-i^xsE^crff 
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(I-h) 

iti&mr/u^/um^'ro i&w±. r 9 > r 10 *^ -^i^ot«7/^!Jf>^i 

5£ (I) (I-a) lC*5V>TR 2 £ R 6 «^iotfWbt 

(ISA) 

.*iSf*> (ic) «Hl^#> (7a) ^ST/i^/Wfcaftt-J:^ (7b) 

^Wb^bTK^H, DMF, DMSCK Bm^^ (EtOAc) ^©c^TvMjg, Ti-h-b 
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tt&mz. iotn mmmM ( h y =• >\ tw^^r ^ v\ N-y 

^twetu* y v % try^v, 4-CN.N-^y ?vkt ^ y)t°y ^^as^tejBv^tLSh 
Xte&m^i&S CKK*y^A % itt«Hr^ijrA % Tk^b^hy^A, Tkawt;* y £ ^ 

h y ? A, tert-T' h * y ? A^^5i^V^ 5>tbS) OfttETfcft 0 <Dtf 

(1MB) 

fc-S-^ (7b) ©^rt^Kistio, (7 C ) ^tsxg-efc 

(ISC) 

^^/wtfwi^^s/, p-h/^v^^*-/v^-dr^5^3g(e:fflv>bti,S) ^OJ^HS 
tLf£tX3M&&&fttzm&\z.it&to (7c) o^ftgtfcHJS^i 9 *mW4k&m (le') 

*XS©5HFrt«'fbRlSW:, fc-S^ (7c) ^MT, An^y^^fi, ^ 
A*L *W£#MtricS?3B. DMF„ DMSO^k^lc^gttfejftMt*, #*PT. ^fiTJS 

^ y \fjv^f-;vT % N-y ^vi^e/i^ y >\ t o y 4-(N s N-^y ^vvr ^ y ) 
t°y ^^^s0ig^v>btL5). xf*&jR%&£ (#tm#y*A N ^Befe^i>A, * 

SWfc:^ M^^a^ zkSWfc;# y ^ N 7jc§t-ft;^ h y tert-^ h^p->^ V VJ^mmiM 

IgB©##iaottt (7c) S:^«H-SitJ&<— ^i: (7b) it) (leO £ 
*ISKJ;5»3S*tbfc'fb'a4fc (le') Sr, i-ISil^i©Mlc#LT, *IS^b 

^ (i-h) ^aeftrsr. tds-e^5 o 
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5£ (I) fc^te (I -a) T*^$^?.v><o^{t:^^±(7)J; 
JKU ^o^^UT^If -«RK**b«. l**-tt«Wu ttffi, SUB. iNMf^ A 

&m<Dm&mzm&ftr$<D&mfc^mmn<Dmmm Lttsia *> m&x% % a tc 

; -Ittililff (TIA) < ^lITtBlL (ii^tL 

■ ^w^#*o«ixfcjfiL/h««aii^ KTfc^-TKit&'feic «fc <o mm § *tfc 0 
CD n hfabmmfc&m&m&i** 

- kx±m<D&ih/b®Likm (prp) ££HtLfc„ prp <p<Dsh/bmm*&msk&n%tm 
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. (MEK-6258, B#ft«) -CSJJtU £lM^lfi]Jt£^T PRP ^OA/J^mS: 3*10 8 /ml 
fc»b-C^Ufc 0 JfiL/hW^^J-efeS ADP fini A • . t7*-{*M±(Dm 
«&£l£fflLfc 0 jftL/Mg^fcttlfiL/h^^fcfff (MCM^-r b U — i^— 212 ; oiA • • * 

7^;frMfc) ^rffivN-caij^ufco fipt?, prp8o ni t^m^^h^mt^m^m 

mXfemM (10%DMSO) 10 ^1^37 "CX^lftm^^^^^—h^ ADP (50 ^M) 2r 

io ^l ma-rz i u ^ii^co^k^ 5 #ihjsb& bfc 0 ^oifiL/j^ 







mmw is 


92 


H«B^419 


88 


SIJ(5^429 


88 


StffiS0y522 


86 


mmm 557 


81 


Hifcfl] 583 


92 


3SS£0«6O3 


81 


nmrn 619 


91 



(2) t h P2Y12 t 2-methylthio-ADP (2-MeS-ADP) t <D&&\Z.%rf ^WMUW 

locm C6-15 mM%,ixio 6 mmtt£z> x 0 \z. DMEMigi&sr^-csau 

1 B «ai bfc#, y 7 * ^ K 8 fig <D pEF-BOS-dhfr- fc h P2Y12 t 0.8 ng <D pEF-BOS-neo 
(Nucleic Acid Res., 18,5322, 1990) £r h 7 7 « ^ 3 :>Wjl (LipofectAMINE 2000 ; 

GiBcoBRLtt^) %m^xmfc*mAvtc 0 
tt-m^mB^mAmm^h 24 R#r H miiufc#, ^s^ALfcmsriEmu 0.6 

mg/mlOG418 (GIBCO BRL |±M) DMEM Jfcifi HP LfctK 

T 10 cm Mtft^ittLfc, 2 3IfflJfcK:fctt5lL;/fc=« ^WltMl, P2Y12 

^V^^®|gJE C6-15 ^SirbT, ^TO^^fc^fflUfc (WO 02/36631 , 
Mol.Pharmacol.,60,432,2001) o 

P2Y12 ? V/^^g^m C6-15 £«£:fc«^. «£|IJI& bfc D PBS 
5 mmol/1 <D EDTA ^nfT-^Vt If * — # ^r/V-fe y h Complete™, (^yy 
^f—^^WA^) 20 mM Tris-HCl (pH 7.4) fc^LTJKy hoyfct 
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XLfc. i&j&>l>&ffo1t&^ ft^Sr 1 mM EDTA, 100 mM NaCl *5£TJ* 
Complete™ 50 mMTris-HCl (pH7.4) KlS8»U Z.fl%mmftt bfc D 

JtlBf^S© P2Y12 * l^'^fClSm C6-15 S»fll®# (100. ng/ml) 100 jal |C*»^^TSS 
J&fr&5VM3te^O^£% 1.5^1 £: 0.75 nM [ 3 H]-2-MeS-ADP (80 Ci/mmol, Amersham 
Pharmacia Biotech #M) £r 50 \il Wti\i U 100 mM NaCl £ 50 mM MgCl 2 £ra ^"f^ 50 mM 
Tris-HCl (pH7.4) 1 «^ ^^^—^3 ^LfcfL t^A^^.^>-|Ct 

' Tft^fe^ttt/cC^I)©, 100 nM2-MeS-ADP & 1.5. nl^P^fct^^T-^^-e^B^^ 

pjl^o%, 100% t vxttm^^&z^m\&fa<om&& (%) srjwaufco * 



2 P2Y12 £ 2-MeS-APP (P^^lZ^-r^PM^tt 



tomtom 


%mm | 


mmm 18 


96 


22 


75 


HJ60>I 28 


63 


178 


30 


259 


52 


mmm 265 


40 


279 


31 


290 


74 


mmm 336 


46 


HJS#] 406 


80 


mmm 425 


93 


429 


98 


463 


62 


mmm 501 


95 


522 


80 


mmm 532 


36 


583 


80 


HJ£$J619 


73 



(om<omm^m^x. mm, nm, mmm, mmm, ^y±/vm, %m, mm, mi 
m, mi, mm, Mmm^mmzn, intof^in^^^jis,, 
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m 0.0001 ~50 mg/kg, ffriZ U < i2$J 0.001—10 mg/kg ;&3jSM§T? % £ L < 0.01 

~1 mg/kg Ammx-hV , £*L«r 1 UlTfcSV^ 2 75^ 4 #JIIR#! 

■^tuSW^fcU 1 0 ©K-^ittftcS&fc 9 $J 0.0001~1 mg/kg. U< TO 0.0001~ 

o.i mg/kg a*3g^-c\ i 0 i la^sttSfeiam^rtTS-^i-s, g^ittS*©^^^ 
tMit/vo^, ^vt'V, 7j<ytf=/vt: o ny k>\ y ^^i7/^ yn^^^y 

xttv >&i^y*i/?j*m<Dmmk mmm^v ^-/^^/^y^^mommk g 
mm, mffiffi&j%m*^^x^xh3:\<\ sm\xn%mit>^m^i:y)^Bm. ^ 

*£jm, mm®, 3r##k i£^j&i^ru-cv^t> iv\ 

^i^^-r-So Tkvk&mm&L mmmtvx^ m^&Mmm j g7kRu±m-&m.7kt)'> 

ms&Zo z.<D£?mmmz, ^h\mm^ wmm. mmk %M%k m 

musm. mwm<Dm&xfemmc£^xmmik&tiz> 0 ^tib^tcmm^m^m^. 
m^mmv, femmzLmm7kxfemm<Dm$mmmicmMisX@Lmir% z.thx%z 0 
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Rf:#^j## % Ex-.mm&m^ (ExcDm^mmm^^^mm^tix^^m^-, =t 

Data^a^T 2 -^ (Sal :ife («H«B«6tt7 P — flct?S>S^ ^ 0!I fcJi HC1 #15 

8£*ltv<>3»£\ *<offc^*#4felfefcfe-e*>5 - 1 *7rrt 0 )) 

R, R\ R 2 , R\ r\ A : — j&sS^g&g (Me : ^^/K Et : n^/W nPr : //U-e/l^ 
:/n fcVK iPr : ^ tT/K iBu ; V^f/l^, sBu : sec-^/K tBu : tert-^/K 

nPen : //W/W^^vK cPr : ar/n fcf/K cBu : *s9 o^^/K cPen : S-^ 

cHex : er^^r^/K cHep : n^^fvK cOct : ^ n^^/K Ph : 
^^n/K Py : y ^/K fur : "7 V A\ the : 5^~/K Bn : ^<VvvK btria : h 
U 7/ y A\ bimid : -O-^-T $^/9/K pyrr : ^b!) i?— /K pipe : U 
pipa : t 0 ^^ v^/K mor : ^-/l^/fr y THF :fh7t Kn,7 7-/K THP :f h7 

fc Kn fc°^=vK THSP : ^ h =7 fc Ko 2-thiq : 3,4-^fc Ko^y^/yy 
-2(lH)-<lVK Boc : \ert--?^-/V-a-5-l/% Ac : Tir^/K Bz : ^WV/K tri : 

hv, di:z? 0 uWkm<r>ffi<DWtm*um&u%^ i u, m<>x s mtus. 4-Eto 2 c-i- P ipe « 
symmm^m m^it, ^<D^^mmmm-^tvxmir^mmimt^mtmm^ 
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&nm i 

3- ^ n ^--4- ^ jVJr P 5&&#lfe % hJ^^KmM^^r. tert-^^ J — /K h ]) xf;i/T 
^ v ? ^^=/^^*y/l-T^KS:Jlllic:JOx.fcm. 100°Ctr 20 tert-7^ 
/V (3-7* n ^--4-37 /W n 7 x n/V);*7/l^-v— f £#fc 0 

FAB-MS(Neg); 288,290(1^-1) 

^Tcl^ 110°C~e 2 BRgjf^U tert-^^ (3-T- V /-4-7^^-p 7 a 

-ClBmmW^ 4-7/^n-N 3 -^rc=/V-<^-if>'-l,3-^r5>'^#fc 0 
FAB-MS(Pos); 2030VT+1) 

130^-C 17 B#fI83f#bfc„ ^e>(-S^fc S?!7 31 -/U^—Tfr&toZLtc^ 260'Ce 1 
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^3 

R 1 O 





R 4 


H 


Rf 


R 1 


R 2 


R 3 


R 4 


Data 


3 


H 


F 


F 


H 


FAB-MS(Pos); 254(ivr+l) 


4 


H 


Br 


F 


H 


FAB-MS(Pos);3 14,3 1 60VT+1 ) 


5 


H 


F 


Ph-NH- 


H 


FAB-MS(Pos); 327(M"+1) 


6 


H 


H 


F 


H 


FAB-MS(Pos); 236(M*+1) 


7 


H 


F 


F 


F 


FAB-MS(Pos); 272(1^+1) 


8 


H 


CI 


F 


H 


FAB-MS(Pos); 270(1^+1) 


9 


H 


Me 


F 


H 


FAB-MS(Pos); 250(JVf+l) 


10 


F 


F 


F 


H 


FAB-MS(Pos); 272(1^+1) 




Ml 


1 









Organic Preparations and Procedures International, 29, 231-234, 1997.fcS¥ CT$gat Lfc^ 
^ 3-(2-^ n n-4,S-^;7Aor ti y =^;vy3-^ y^p/VJ-b §ri*|^llC^ £ 

M.-v'i$?mim^ m&rmmvtco m^tmm^ \A-*?**y- zs\cfmt$&. & 

^P^^nn^AT'ttfflUfCo #b;ftfc^aJf ^tM^^ h V V J*xmMk. Wkffi 
bfc„ ^tbtltcB^m^mmzmm^. ^fcT6TV[HClaq&#P;L7^ 120^5.5 

1 1 <Djfm t mm\z. vxm 4 ^^-r##^j 1 2 ~ 2 8 §r N -tn-^ttstjfSi-siR 
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Rf 


R 


Data 


11 


cPcn 


FAB-MS(PosY 294fM + +l > > 


12 


iPr 


FAB-MSfPosY 268flVl + +l > , 


13 


Ph 


FAB-MSfPosY 302(TVx + +*n 


14 


cHcx 


FAB-MSfPosY SOSfM^+n 


15 


cBu 


FAB-MSfPosY 280(7^+1^ 


16 


sBu 


FAB-MSfPosY 282fM + +l^ 


17 


(1RS,2RS,4SR) 


FAB-MS(Pos); 320(1^+1) 


18 




FAB-MS(Pos); 296(M*+1) 


19 


iPr-CH(Me> 


FAB-MS(Pos); 296(M*+1) 


20 


nPr-CH(Me> 


FAB-MS(Pos); 296(M*+1) 


21 


CF3CH2- 


FAB-MS(Pos); 308(M*+1) 


22 


t-Bu-CH(Me> 


FAB-MS(Pos); 310(M*+1) 


23 


nPr-CH(Et> 


FAB-MSOPos); 310(1^+1) 


24 


JBu 


FAB-MS(Pos); 282(1^+1) 


25 


cPr 


FAB-MS(Pos); 266(M*+1) 


26 


iBu-CH(Me> 


FAB-MS(Pos); 310(1^+1) 


27 


(nPr^CH- 


FAB-MS(Pos); 3240Vr*+l) 


28 


4,4-diMe-cHex 


FAB-MS(Pos); 336(M*+1) 



2 9 



i?fc Ka^y y >--3-#/l^>v^ — h £:#fc 0 ^<ZXfr^%£r 1M NaOH aq faH^£-g\ 

FAB-MS(Pos); 327(M + +1) 
3 0 

3 <D\\&m%: DMF 7K^T^T^^ y V A, 3 ^fr^/w&JilS 
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ItmWo&mttfcMmZlt, mm^X 6M HC1 aq %M7Ctz.^ 120t^4l#IKI8M$U 

3 o H«Eic tn 5 fcTsk-t&mm 31-39^ ^tL-etb^-r^j^ 



3t5 




O 

jf 


CO z H 




J 

F 


R 2 


R 






Rf 


R 1 


R 2 


R 


Data 


30 


F 


H 


Et 


FAB-MS(Pos); 254^+1) 


31 


F 


H 


Me 


FAB-MS(Pos); 240(M + +1) 


32 


F 


H 


Bn 


FAB-MS(Pos); 3160^+1) 


33 


F 


H 


4-MeO-Bn 


FAB-MS(Pos); 346CM++1) 


34 


F 


H 


allyl 


FAB-MS(Pos); 266(M^+1) 


35 


H 


H 


Et 


FAB-MS(Pos); 236(^+1) 


36 


Br 


H 


Et 


FAB-MS(Pos); 314,316(^+1) 


37 


F 


F 


Et 


FAB-MS(Pos); 272(^+1) 


38 


CI 


H 


Et 


FAB-MS(Pos); 2700^+1) 


39 


Me 


H 


Et 


FAB-MS(Pos); 250(^+1) 



##M4 0 



3 o ^-s^ dmso Kmm&it, mmzx*/? n^^/vr ^ ^zmz-tc^ 

BOXlX 2 B#^m# U SO%m^7kX^^-r S iitaot 7-(iX ^ n ^**y;VT % J )-l- 
3i^v-6-y/W^-n-4-^-^r y -1,4-5? fc Ko U >--3-^7/^^%#^ 0 

NMR(DMSO-d 6 ) 6; 1.10-1.25(m,lH), 1.27-1.50(m,7H), 1. 60- 1.70(m,lH), 1.72-1.82(m,2 
H), 1.90-2.00(m,2H), 3.55-3.67(m,lH), 4.53(q,J=7.4Hz,2H), 6.65(dd,J=2.2,8.1Hz,lH), 6.79(d, 
J=7.4Hz,lH), 7.79(d,J=11.3Hz,lH), 8.83(s,lH), 15.78(s,lH) 

4 0 CD^ffe t LTt 6 ~ 7 \Z.^k-t^\n 41~87^ ^tl^frbttlfcir 

^>mn^mvxmm^o . 
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^6 




Kf 


K 


K 


Data 


40 


Et 


cHex 


FAB-MS(Pos); 333(1^+1) 


41 


Et 


iPr 


FAB-MS(Pos); 293(MT+1) 


42 


Et 


tBu 


FAB-MS(Pos); 307(M*+1) 


43 


Et 


4-THP 


FAB-MS(Pos); 335(lvf +1) 


44 


Et 


cPen 


FAB-MS(Pos); 319(1^+1) 


45 


Et 


l-Boc-4-pipe 


FAB-MS(Pos); 434(M + +1) 


46 


Et 


Ph 


FAB-MS(Pos); 327(M + +1) 


47 


Et 


cHep 


FAB-MS(Pos); 347(Nf +1) 


48 


Et 


cOct 


FAB-MS(Pos); SeKNf+l) 


49 


Et 


1-Me-cHex 


FAB-MS(Pos); 347(M"+1) 


50 


Et 


4-THSP 


FAB-MS(Pos); 351(Nf+l) 


51 


L Et 


4-Me-cHex 


FAB-MS(Pos); 347(1^+1) 


52 


Et 


4,4-diF-cHex 


FAB-MS(Pos); 369(Nf +1) 


53 


cPen 


4-THSP 


FAB-MSCPos); 391(1^+1) 


54 


cPen 


4,4-diF-cHex 


FAB-MS(Pos); 409(Nf +1) 


55 


cPen 


3-THP 


FAB-MS(Pos); 375(M*+1) 
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Rf 


R 1 


R 2 


R 3 


R 


Data 


JO 


IT 


Jr 


XT. 


jvie 


rAr>-iYlS>(rOSJ, .3iy(M +1} 


57 


H 


F 


H 


iPr 


FAB-MS(Pos); 347(M*+1) 


58 


H 


F 


H 


Bn 


FAB-MS(Pos); 395(1^+1) 


59 


H 


F 


H 


cPen 


FAB-MS(Pos); 373(M* +1) 


60 


H 


F 


H 


4-MeO-Bn 


FAB-MS(Pos); 425(M*+1) . 


61 


H 


F 


H 


Ph 


FAB-MS(Pos); 381(1^+1) 


62 


H 


F 


H 


cHex 


FAB-MS(Pos); 387(1^+1) 


63 


H 


F 


H 


allyl 


FAB-MS(Pos); 345(M + +1) 


64 


H 


H 


H 


Et 


FAB-MS(Pos); 315(M*+1) 


65 


H 


Br 


H 


Et 


FAB-MS(Pos); 393,395^+1) 


66 


H 


F 


F 


Et 


FAB-MS(Pos); 351(M*+1) 


67 


H 


CI 


H 


Et 


FAB-MS(Pos); 349(M*+1) 


68 


H 


Me 


H 


Et 


FAB-MS(Pos);329 (Mf+D 


69 


H 


F 


H 


cBu 


FAB-MS(Pos);359(M*+l) ( 


70 


H 


F 


H 


sBu 


FAB-MS(Pos); 361(M* +1) ' 


71 


H 


F 


H 


<2>- 

(1RS.2RS.4SR) 


FAB-MS(Pos); 399(M*+1) 




n 


17 

r 


TT 

il 






/J 


n 


■p 
r 


tjt 

XT 


lA^rH^iT^ivie/- 




74 


H 




H 






75 


H 


F 


H 


CF3CH2- 


FAB-MS(Pos); 387(Nf +1) 


76 


H 


F 


H 


t-Bu-GH(Me> 


FAB-MS(Pos); 389(M*+1) 


77 


H 


F 


H 


nPr-CH(Et> 


FAB-MS(Pos); 389(M + +1) 


78 


H 


F 


H 


iBu 


FAB-MS(Pos); 361(Nf +1) 


79 


H 


F 


H 


cPr 


FAB-MS(Pos); 345(M*+1) 


80 


H 


F 


H 


iBu-CH(Et> 


FAB-MS(Pos); 389(M"+1) 


81 


H 


F 


H 


(nPr) 2 CH- 


FAB-MS(Pos); 403(M*+1) 


82 


H 


F 


H 


4,4-diMe-cHex 


FAB-MS(Pos); 4150VT+1) 


83 


H 


F 


H 


(FCH 2 ) 2 CH- 


FAB-MS(Pos); 383(1^+1) 


84 


H 


F 


H 


H 2 C=C(CH 2 F)- 


FAB-MS(Pos); 363(M"+1) 


85 


NHMe 


F 


H 


Et 


ESI-MS(Pos); 362(1^+1) 


86 


NH(cHex) 


F 


H 


Et 


FAB-MSCPos); 430(M"+1) 


87 


NH2 


F 


H 


Et 


FAB-MS(Pos); 348(]Vf +1) 



8 8 



WO 2005/009971 PCT/JP2004/010781 

41 

#%#J8 8<Dj?mtmmzVXm8K7r:1-&3$W8 9~9 1 ^n^Mtsi^ 




Rf 


R 1 


R 


Data 


88 


F 


Et 


FAB-MS(Pos); 300(1^+1) 


89 


H 


(l,-3-dioxolan-2-yl)-CH 2 - 


FAB-MS(Pos); 340(M + +D 


90 


H 


tBu0 2 CCH 2 - 


FAB-MS(Pos); 368(1^+1) 


91 


H 


tBu0 2 CCH(Me)- 


FAB-MS(Pos); 382(M + +1) 



9 2 , ###| 9 3 



##0118 8 tfHb^S: DMSO ^ n^iX/l^T 5: >&%n?L, 1 B#f!9 

jfttU 7-(V^n^i//VT^/)-l-^^/V-5,6-^7/W^n^.^y-l,4-^t K 

o^r/ y >--3-^/^^^7— h (##0!I9 2) fc:*^ S^f* n^3f *y;VT ^ 
^^/W6,7-^7/^n-4-^-^ry-l,4--^t Kp^t/ y V-3-^7/^^r->7— (###J9 
3) 

##0»J 9 3 FAB-MS(Pos); 379(M*+1) 

9 2 (Djrm t mm^ vxm 9 ~ 1 0 94-103, 1 

04-106^ UXMat bfc 0 



^9 




Rf 


R 1 


R 


A 


Data 


92 


F 


Et 


CH 


FAB-MS(Pos); 379(M + +1) 


94 


H 


(1 ,3-dioxolan-2-yl)-CH 2 - 


CH 


FAB-MS(Pos); 43 9(1^+1) 


95 


H 


tBu0 2 CCH 2 - 


CH 


FAB-MS(Pos); 447(M + +1) 


96 


OMe 


Et 


CH 


ESI-MS(Pos); 392(]Vf"+l) 


97 


H 


tBu0 2 CCH(Me> 


CH 


ESI-MS(Pos); 461(M + +1) 


98 


H 


cPen 


N 


FAB-MS(Pos); 402(1^+1) 


99 


F 


(Et) 2 CH- 


CH 


FAB-MS(Pos); 421(M + +1) 


100 


AcN(Me)- 


(Et^CH- 


CH 


ESI-MS(Pos); 474(M*+1) 
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flO 



a F xA c ° !l 

. H R\J 



Rf 


-R 1 -R 2 - 


Data 


101 


-(CH 2 ) 3 - 


ESI-MS(Pos); 373(M + +1) 


.102 


-C(=CH 2 )-(CH 2 ) 2 - 


ESI-MS(Pos); 385(M*+1) 


103 


-CH 2 -C(=CH 2 )-(CH 2 ) 2 - 


ESI-MS(Pos); 399(MN-1) 



###1 104 

FAB-MS(Pos); 415(1^+1) 
10 5 

FAB-MS(Pos); 383(M*+1) 
#%M 10 6 

-1,8-^-^^- y ^V-3-^^]^/^^:X^— f 

FAB-MS(Pos); 376CM++1) 
10 7 

iw^;y 2,4,5- h y 7/^n-<^yv/^^ * y k^pxl, Sffi.-r?3o#Hj\ 65°c-e 

1 B^^t#U, 3- (^n^WU) -2-(2,4,5- h y - 

FAB-MS(Pos); 356(M^+1) 
10 8 

###1 107 <D{b^^^^^v^^ 60%tK*^ f y A^Px. s 70°C-e 2 b#f h i 
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43 

FAB-MS(Pos); 336(1^+1) 
10 9 

SaHiT5j-/> Y*m.^?-A'Z:M%.1t&, 140°C-C 12 H#JHI8fc#U ij£T»bfc 0 

mhtitcm^mz EtoH «Ti:t h y ^f-zur $ v % f h^tKB7? 

5: >&m&<D EtOH *§«E«ribD;fc % 7K^T(-T 30 ^MTQ 1 B#M8fc#Lfc. 

U #&*Lfc£WB>tf> l,4-^^1^i;iSM$^ 60%zkiif^ h y &J»&tox.. 80°C 
T- 1.5 R#KMfc#U ej-^^nA-^y-l-^Yv^ Ko77y-W/v)-l,4- 

i^fc Kn^/ y ^-3-^/V^^->7— h%#fc e ^Wj)©?r DMSO tC!S}g£ii: % ->^n 
^v'/l'T $ V*;&n*.fcflL 100^22 mmW^t^^/V 7-C>? a^^T ^ /)-6- 
^/l^n^^y-i-Cr h7k Kn7 7>'-3-'f/l/>l > 4-^t Kndf-y y >-3-^7/v^^^ 

109 <Dj?m t mmiz ttt 1 1 i^-t-##M iio~i25§r > -ett-ett^ 

f SJBt^SrtfefflbTjKStbfc (fc/SU ##^J1 2 3^1 2 4«m-t-Sm^cD7K 
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Ml 1 




Rf 


R 


Data 


109 


3-THF 


FAB-MSfPnsY 403fM + +1"» 


110 


2,2- d iMe-l,3-dioxan-5-yl 


FAB-MSfPosV 447fM*+1 


111 


(3R)-3-THF 


FAB-MS(PosY 40SfM + + , n 

x r^.xj ivxo v^-L vo j , "TV/j^ivx * x) 


112 


(3S)-3-THF 


FAB-MS(Pos); 403(M + +1) 


113 


cyclopent-3-en-l -yl 


FAB-MS(Pos); 399(M + +1) 


114 


oxetan-3-yl 


FAB-MS(Pos); 389(1^+1) 


115 


4-THP 


FAB-MS(Pos); 417(M + +1) 


116 


(J) 

(1RS,2SR,4SR) 


FAB-MS(Pos); 427(M*+1) 


117 


l-Boc-3-pyrr 


FAB-MS(Pos); 502(M*" +1) 


118 


l-Boc-4-pipe 


FAB-MS(Pos); 516(1^+1) j 


119 


l-Boc-azetidin-3-yl 


FAB-MS(Pos); 488(1^+1) 


120 


fflu 


FAB-MS(Pos); 389(M*+1) 


121 


MeO(CH 2 )2- 


FAB-MS(Pos); 391(Mf+l) 


122 


CF 3 CH(Me> 


FAB-MS(Pos); 429(M*+1 ) 


123 


Me x°'"rT 

(3aRS,4SR,6RS s 6aSR) 


FAB-MS(Pos); 489(M*+1) 


124 


HO(CH 2 )3- 


ESI-MS(Neg); 389 (MM) 


125 


3-methylcyclopent-3-en-lyl 


FAB-MS(Pos); 413(1^+1) 



##0U 12 6 



t Kn-lH-t°!J K[l,2-a]3V y ^-5-#/l^^>7— 
FAB-MS(Pos); 387CM++1) 
12 7 

9 5 (Dik&m&mt* T-istsKMM&H:* h V zr/^vmWt&tiajLlt&s 
24 B#|KJSK#U [7-(^ o^^-Sx^T 5 /)-3-(^ Y^^^;V^=.;V)-6--7)V^r^a-A-ir^y 
*SV >--l(4H)--f /v\m&t h V 7;vtoI«^#fc 0 
FAB-MS(Pos); 391(M f +l) 

1 27 t mmiZ. Ut##W 12 8 Sr^stJES-f SJRJPI-^'feffi LTMitbfCo 

12 8 
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-l(4H)--f fc^flfe 
ESI-MS(Pos); 405(M*+1) 

12 9 

##0U 2 THF 7»TKlT 1,1'-*;^^ ^/-^ 

ASrJqx., SiBL-C 4 0#fH3tS#b^=f-/V 7-C>^ d--^^7 ^ y)-6-7;^o-l-(2-h K 

FAB-MS(Pos); 377(^+1) 

129i LT#Mf#iJ 130 Sr#JES-f5JJSets|-«rttffl L.T»febfc. 
##0iJ 13 0 

y-i,4-^i: Kn =*y y h 

ESI-MS(Pos); 391(M^+1) 

13 1 

^ n^3r^/iy7 5 /)-6-7;^D-4-t^y-l-[2-(T h7t KD-2fl , -t°7y2-f/^v') 

Kn^y y >--3-7J/^> b £r#fc 0 
FAB-MS(Pos); 461(M + +1) ■ 
13 2 

2 7<Dik-&tfo& THF fcL»#$1i\ 7]C^T^T l.l'-TJ/^^Vlf ^ ? 

y— /v^px.fc#, l?£tt2.5BIFWtfc 0 i ©TOt7KftTtT^ f ;V7 5 ^ 
n-l-[2-(y y>2-^-^y^5 : -/V']-4-^-dry-l,4-v ? t; Kodf-y y >--3-7J/^^^iy 

FAB-MS(Pos); 404(M*+1) 
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i 3 2 £ mmz l-c, 13 3-134 ^ti^Mm-r^mm^m lt 

13 3 

FAB-MS(Pos); 473(M*"+1) 
13 4 

^^/V 7-(^ o^^r vVl-T 5 y.)-6-7/l'^-n-l-(2- i e/V7jN y y.4-^;V-2-t^yxf 
/l^)-4-^-^ry-l,4-^t Ko^y y i/^-^/^^^ — h 
FAB-MS(Pos); 460(1^+1) 
##0»J 13 5 

##091 1 OCMl: 70%gn»*»«Sr*D^fc«, 80°C(CT 18 p*Wif#U ^ 
/V 7-(i/^ n^dr^/l^T^ /)-6-7/V^-n-l-[2-fc Ke*^-l-(t Ko^^^^W)rt^ 
VV]-4-^y-l,4-^fc Kn^fy y ^-3-^^^v-7— b^#^ 0 
FAB-MS(Pos); 407(M*+1) 
###] 13 6 

##0U 3 5<D<k&%>& DMF a IMMR«:ap*.fc«, M. 

51 fl#H88fc#U 7-(^n^^/VT^y)-6-7/^n-l-[2-^ h ^r^-l-p* 

h^^^^/V)3i^-/v]-4-^-^y-l,4-^t: Kn^ / y h £r#7c 0 

FAB-MS(Pos); 435(M + +1) 

###J 13 7 

W% THF h y 7xnM77^ ^^PX., 50°C(C-C 1 B#ffl^£N£s TK^B 

3 B#Ha^#U 'at^A' l-[2-(T-fe^T ^ syaL^juyi^y? 5 /)-6-7JV3r 
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ESI-MS(Pos); 4180VT+1) 

137i l^id IT, 1 3 8-1 4 0 &*ft«h/#J^SJ^SrteJB tt 

#%$J 13 8 

^^/l/ l-[2-(7tf^7^ /)^C3 t°/P]-7-(S/^ P-^fS/vl'T 5 /)-6-^/^n-4-^-=^ y 
-1,4- v^t Kn^y y ^-3-^/W7^>^>7— h 
ESI-MS(Pos); 432(M + +1) 
13 9- 

^gvt" i-{2-(T-fe^-/vr ^ y )-i-[(T-fe^r 3: />y ^]^^/i^}-7-(-yy u^-yjvr 

FAB-MS(Pos); 489(M*+1) 
#^J14 0 

l-[2-(T*fe^/VT ^ y >l-y ^/Voi^/^^ix^ n^^i//VT ^ y y6-7;V$ruA- 
*"*y-l,4-^t Kndpy y ^-3-^7 /^^r^7— h- 
ESI-MS(Pos); 432(M"+1) 
###J 14 1 

###| 117 <DVc&m* EtOAc >K^T 4 MHC1 EtOAc ^^r^P^fc 0 -Sr© 

(36%). h V T± h^^^t-ffc^f^ h y ^A^iDt, 45 #GB&# U ^ 

f-fr n^^r-y;VT ^. J )-6-y /W^-n -l-(l-y f/Vfn y V-3-^ ^-A-^r^r V 

FAB-MS(Pos); 416(M h +l) 

###1] 14U mmz 1 4 2-1 4 3 Sr-ttt^tb^-rsJS^Srftffl tT 

###| 14 2 
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^^;V 7-(zs? n^.^ri//VT^ /)-6-^/W^-n-l-(l-^^/Vfc: 0 ^y /V)-4-^-^ y 

-1,4- i?t Kndf-y yy-W^^riXy-h 
FAB-MS(Pos); 4300VT+1) 
###J 14 3 

a^/U 7-(v"y n^>>;v7 5 /)-6-^/l/^-n-l-(l-^ f /l/7^f-^y-3-.^ ;W)-4-t^ y 
-1,4-5? t KPdry 1/ i / -3-^/^^^ry'7 — b 
FAB-MS(Pos); 402(M + +1) 
14 4 

=^^~?V y. 3.(2,4,5- b y 7;^p7i-;^p/V T— b 5-y b ^^-3,4-^fc 

tro y 5^-2-^ y 5*^-3^4,5- b y y^v^n 7i^)t°p/V t— b &#fc 0 

ESI-MS(Pos);314(M*+l) 
##0tjl 4 5 

4 4©ft-Wfc©s?d-*f->iei*»i: 60%^>fb;-7- b y v &*UQZ-M ; M.-e i ^ra 

3f#U ^9vP 7,8-^y/^o-5-^y-l,2,3,5--7" fc Kd tfnnfU-a]^/ y ^-4- 

ESI-MS(Pos); 294(1^+1) 
###J 14 6 

##M i 3 o (Dfc&sfcwmk* ^-^^m^s -itfcx^J^svT 5: y jjjftgt b y y/w- y 

;lsjrv-\-(2-7 /VJrxi-l-^ ^Vl^^vP)-4-;t3f y-l,4-S?fc Ko^r / y ^-3-#/l^ =^iX 
7-b£#fc 0 
ESI-MS(Pos); 393(lVr+l) 
##0»J 14 7 

130 <D<ik&m<Dmt* J-y/^mwz., o°c-e b y ^ivt % >\ ^fby y ^ 

/m=/u«rAn;JU ^£(D £ 1 B#|RHJl#U * *vH*«r»fco y f/Wfc* THF 

# y !7iN tert-y b^rS/ K^JP^L, SHftfcT 3 #NHW£U 7-C>y n^*is;VT 
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^ /)-6-^/v^-n-i-^ y^°ti^^/V-4-^-^y-i,4-^fc Kn^y ]) v-S-^/^^'v'^— h 

ESI-MS(Pos); 373(^+1) 

14 8 

###J 13 7 <D{k&m<D DMF ^teT^^ 3 0°CKX1}\I^ 

ESI-MS(Pos); 446(M++1) 

i 4 s t mmz u-c, 149 &ttj&-rzmn&tizm i,xmmvtc 0 
m^m 14 9. 

/^n-4-^y-l,4-^t: Ko^r/ y ^-3-^/^^r^7— h 
ESI-MS(Pos); 446(M*+1) 
###J 15 0 

#m*m i o Etonfemiz.'<9i?'>j*-mm. mmm&jmx^ ^mnmnr 12 

H#flJt#U %-iy?u~:*ri/;vT % ;yi-7;v$ru-\-t j-jv-s-Jr* y-i,2,3,5-T- 

b7tKn tfn n[l,2-a]^y U V-4-#/V7tf h £#fc 0 

ESI-MS(Pos); 387(M + +1) 

mmn 5otmm^vx, mmn 5 l^^-r^wM^mvxmmvt^ 

15 1 

=^^-?^ 9-C>? P^^i-v^T^ y )-8-^/W-n -2- y -2,3 ,4,6- T hytKn 

-li^-t:°y K[l,2-a]^/ y ^-5-^7/1//^^^^— h 
ESI-MS(Pos); 401(^+1) 
15 2 

^^/^ 6,7-^y/V^-n-4-t KnifS/v'y; y V-3-#/V7K=3ri^— b<7).DMF^^^^ 
#y«7A x 3 w_ 80°C-e40^W^U 
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FAB-MS(Pos); 323(M*+1) 
15 3 

^^VV- 1-(1-ji^/^o fcV^)-6,7-^7/^t3^-^-^ry.l 5 4--^t Ko^y y i/-3-#/l- 

FAB-MS(Pos); 325(M*+1) 
##^J 15 4, 155 

3-^-^f-y-3-(2,4 5 5- f y 7;Vtn7i=/V)^c/Vr- h Sr&>fcSI?iftK:*&!*U 

ttaict^ h^ix^eDifct , i4o°c-e 3 mmmwi^s mmrmmi^tc 0 #e> 

nfc$IWt>£ EtOH Klig#?£ii\ 7K^Ti-T[2--7/V^-n-l-(y;V^-n p< ^/V)^^-/V]T 5 

y ^"3-*/^^V7- b (#%#ll 5 4) £:^/V 6,7-i?7/^n-l-[l-(^/^ci 
^^)lf^/V]-4-^y -1,4-^7 fc Kn^r/ y ^-3-51/ A^^S^ — h 5 5) £ 

15 4 FAB-MS(Pos); 332(M*+1) 
##$ll 5 5 FAB-MS(Pos); 312(M*+1) 
15 6 

3,4,5- h y 7/^n7^ y ls(D 1,2- n nm^ ^Jfcfc: 3-^^^ J V, h y Tir 

^-3,4,5- h y 7/^n7= y ^£#fc 0 

EI-MS(Pos); 217(M*) 
###| 15 7 

##0)J 15 6 ©fl^W^ac^ (zr h V %*1MtL^ \3<?C7? 20 



WO 2005/009971 PCT/JP2004/010781 

51 

FAB-MS(Pos); SSSO^+l) 
###J 15 8 

#^J1 5 7<Dik&mz.tfV 130°C-C 30 #|HMfc#U 1-(1-^ 

/l^P t°/^)-5,6,7- h y ^/^n^-^-^y-l^-^fc Kn^r/ y >--3-^7/l/^^^^— h 

FAB-MS(Pos); 342(1^+1) 

#%^J 15 9 

y ^ * A y h^ci/Wh \Z. iC#%^iJ 8 8 <D\\&m n ?L > ' £*B."C 3 0 M$ 

#U at^/U 1-01^-6,7-^7/^0-5-^ b^rv'-4-^-=ary-l,4-^t Kc^y UV-W 

ESI-MS(Pos); 312<TVI + +1) 

1 5 9 £ lt, 16 0 ^nmir^m^mm vxwm vtc a 

16 0 

5-(^^^/V^-^'>-)-7-(iX^ n^^T 5 /^-(l-z^/V^n fcT/V)- 6-7/V^-n-4-^-^f- 
y-l,4-^t Kn^/y >--3-^/^^M 
ESI-MS(Pos); 481(M + +1) 
16 1 

8 8 (D\k-&m<D f;l/xyiiiS(-^ 5 ^TfcjgSKSrjbB*.. 70"CT* 20 R#|BH* 

#U ;K6,7-^7;^d-5-(^ f^7 5 ;)-4-t^y-l,4-^k Kp^7 y V 

-3-# ^f^—Y 2r#/c D 
ESI-MS(Pos); 311(M*+1) 

###ii 6 1 iiuatbT, ###u 6 2%ttjfc-rzmn&i&m^xmiki'fco 

#3f #1 16 2 

Jt^/v 5-(^y^7 5: S)A-^jV-6J-V'7 7VjruA-jr*y Kn^7 y ^-3- 
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FAB-MS(Pos); 387(M*+1) 
16 3 

3-7*^/1^^ P^^-3-^V-l-#/l/^;/^£r h/telslzteMZlt^ text-"?-? / — /K Y 

tert-^A' (3-^ *f-)\>*/>7 v<ls b-3-:r.i/-l-^/V)#/W^— f £#fc 0 
NMR(CDC1 3 ) 6; 1.44(s,9H), 1.71(brs,3H), 2.02-2. 18(m,2H), 2.58-2.77(m,2H), 4.27(brs,lH), 
4.69(brs,lH), 5.25(brs,lH) 
16 4 

^-J-tV 3-(2-^ n n-4,5-i?:7/W-n 7 ^ ~/k)-3-;3-3r V T— ^ £&t7.R@1^£?g$? 

tdmmm* EtoH tK^t^t h y ^,vr ^ ^ 3-7* ^/v^ n -0-^-3- 

o-4,5-^7/^n^<>'y r -j'/V).3-[(3-^^-/PiX^ o^^^.3-^^-l-Y/^)T ^ / ]T ^ V 

TzM. SO'CT* 3 tifMWtWl-. rc^vl- 6,7-v > 7^n-l-(3-^^^^a^<>'^-3-ni^-i. 

FAB-MS(Pos); 334(1^+1) 
16 5 

6 2(Dik&m% Btou-wm\z.mm^, y<9^^^-mm (10%) %mx., tr 

-1,4- i/t: Fndf-y y >-3-#/Wj;3- b &#fc„ 
FAB-MS(Pos); 297(1^+1) 
16 6 

7-(v^^Ct^dr^/l^T^ y)-6-7/V^-n-l-[2-t Kn^W-(t Ka 5vV);r. 
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FAB-MS(Pos); 475(M V +1) 

##$J 16 7 

9 2 <Dik&!&}& EtOH-THF -Sr. 2MNaOHaq 12 B# 

MSfc#U 7-(v^ o^=^v'/l/7 5 y)-l-oc^/W5 5 6-^7/l-^-D-4-^-^y-l 5 4-v ? fc Kn* 

y y v-3-^^7j?^^#fc e 

167i I^BSfC Lt, S12-15 16 8 — 214 Z^frl^frbMlfc 
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^1 2 



R 1 



ooa 

H 


R 


Kf 


R 


R 


Data . 


167 


F 


Et 


FAB-MS(Pos); 351CM++1) 


168 


H 


( 1 ,3-dioxolan-2-yl)-CH 2 - 


FAB-MS(Pos); 391CM f +l) 


169 


H 


2,2- d iMe-l,3-dioxan-5-yl 


FAB-MSCPos); 419(M + +l) 


170 


H 


3-THF 


FAB-MS(Pos); 375(M*+1) 


171 


H 


(3R)-3-THF 


FAB-MSCPos); 375(Ivf +1) 


172 


H 


(3S)-3-THF 


FAB-MS(Pos); 375CM*-H) 


173- 


H 


cyclopent-3-en- 1 ~yl 


FAB-MS(Pos); 371(M + +1) 


174 


H 


oxetan-3-yl 


FAB-MSCPos); 361(1^+1) 


175 


H 


4-THP 


FAB-MSCPos); 389(lVf +1) 


176 


H 


\jy 

^ C1RS,2SR,4SR) 


FAB-MS(Pos); 399(MN-1) 


177 


H 


l-Boc-3-pyix 


FAB-MSCPos); 474CM++1) 


178 


H 


l-Boc-4-pipe 


FAB-MS(Pos); 488(Ivf +1) 


179 


H 


tBu 


FAB-MSCPos); 3610^+1) 


180 


H 


MeO(CH 2 )2- . 


FAB-MSCPos); 363(1^+1) 


181 


H 


CF 3 CH(Me)CH- 


FAB-MS(Pos); 401CM*+1) 


182 


ri 


Me x 0,,, rr 

^ J oIVO, < + OJVjOJxo } OdO XX. J 


FAB-MS(Pos); 461(M^+1) 


181 


VI 
XT 


« i riir-v^-\^rx2 >2- 


rAJo-Mo^rOSj; 4.5 J(M +1) 


184 

X ot 


H 

xx 


lvlClN rx^\-/W )K^l\2 


llol-iVlo^r'OSj; J /0(M +1 J 




n. 


^M—ivxe- 1 -pipe j^v* ^^xt2~ 


"DOT \AQ.rDr^.e>\- A A ^/TV/T*"-Ll \ 

xlal-JVlo^JrOS); 44j(M +1) 


186 


xx 




rAo -Motr OS); 43z(M +1) 


187 

AO/ 


X 1 


^lVlcv/ V-^xl.2 /2 v> xx~ 


r/\Jo-Mo(r'OSJ, 4U/(JV1 -t-JJ 


188 
xoo 


XX 


ACIN xt^1t2>2- 


rAD-Mo(rOS); 3yO(IVl +1) 


180 

X 07 


XX 


/\CIN rx^l^XT273'* 


i\AJ3-JVLotrOS); 4U4(M +1) 


190 


XX 






191 


XJ 

XX 


l ivjlo j -pyrr 


rAJtS-Mo^rOS), JooQJVl +1) 


192 


XX 


I mm m\A& — A.~. YWWf* 

i -ivic-*+-pipe 


r/\Jt>-JVlo^rOSj, 4UZ^JV1 +1) 


193 


H 


1 -Me~azetidin-3 -yl 


FAB-MS(PosV 374(1^+1^ 


194 


OMe 


Et 


ESI-MS(Pos); 3630f+l) 


195 


H 


FCH 2 CH(Me)- 


FAB-MS(Pos); 365(M + +1) 


196 


H 


isopropenyl 


FAB-MS(Pos); 345(M + +1) 


197 


H 


AcNHCH 2 CH(Me> 


FAB-MS(Pos); 4040^+1) 


198 


H 


AcN(Me)(CH 2 ) 2 - 


FAB-MS(Pos); 418(M 4 "+1) 


199 


H 


AcN(Me)CH 2 CH(Me)- 


FAB-MSCPos); 418CM + +1) 


200 


NH(cHex) 


Et 


FAB-MSCPos); 351CM + +1) 


201 


NHMe 


Et 


ESI-MSCPos); 283CIvr f +l) 


202 


H 


3 -methy Icy clopent-3 -en- 1 y 1 


FAB-MSCPos); SSSCM^+l) 


203 


H 


2-IHP-OCH 2 CH(Me)- 


FAB-MSCPos); 447CM + +1) 


204 


H 


2,2-diethyl-l ,3-dioxan-5-yl 


FAB-MSCPos); 447CM + +1) 


205 


F 


CEt^CH- 


FAB-MSCPos); 393CM f +l) 


206 


AcN(Me> 


(EO2CH- 


ESI-MSCPos); 446CM + +1) 
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Rf 


R 1 


Data 


207 


NH 2 


FAB-MS(Pos); 269(M + +1) 


208 


NHMe 


ESI-MS(Pos); 283(M + +1) 


209 


NH(cHex) 


FAB-MS(Pos); 351(^+1) 



351 4 



r r 1 H — ' 

R 2 

Rf | R 1 | R 2 | 

210 H H FAB-] 

211 Me H FAB-] 



Rf 


R 1 


R 2 


Data 


210 


H 


H 


FAB-MS(Pos); 345(^+1) 


211 


Me 


H 


FAB-MS(Pos); 3590^+1) 


212 


CH 2 = 


FAB-MS(Pos); 3570^+1) 



3cl~5 




Rf 


R 


Data 


213 


cPen 


FAB-MS(Pos); 374(M + +1) 


214 


(Et) 2 CH- 


FAB-MS(Pos); 376(M + +1) 



215 

10 4 (Dit&m<D EtOH-THF SSftlC LiOH aq &r7JP;U 60°C-tr 24 B$|W % 80 o C"e 24 
FAB-MS(Pos); 387(1^+1) 

#%#!|2 1 5 ir»LT, ##M2 1 6-2 2 0 **tb^tb^JtSi-5JD5C|s|-«rttffl tt 
2 16 
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9-(^ o^^;V7 5 /)-8--7/^t2-6-^-=ary-6H-t°y K[l,2-a]=^y V 
FAB-MS(Pos); 355(^+1) 
###| 2 17 

s^/t' [7-(v^ ^S//U7 5: y)-6-7/^n-l-^r y^t3 ^-^y -1,4- i^t Kn 

-1,8-^7^ y v^-3-f A-];?7/l//K^ 

FAB-MS(Pos);348(M 1 "+l) 

218 

K[l,2-a]dry y V-5-^/^/1?^ 
FAB-MS(Neg); 357(M*-1) 
##0»J 2 19 

9-(v^ u^dfvyKT" 5 y)-8-y/^ci-2-^ ^U>- y -2,3,4,6-^ Kn-lH-f 

y K[i,2-a]^/ y y-5-#/v#^ 

FAB-MS(Pos); 371(1^+1) 
##0>J 2 2 0 

9-(iX^ a^^^/VT 5 /)-8--y/V^-ci-2-^ ^vV-6-;*- 3^-2,3,4,6-7- h 9 k Fn-l/f-tf y 
K[l,2-a]=^/ y ^-5-#/Vtf^ 
FAB-MS(Pos); 373(M++1) 
2 2 1 

^=f-)V *sT J [(3,4-^7/^13 7^~/vyJTH = /V]Tir^— b £#fc 0 
FAB-MS(Pos); 254(1^+1) 
2 2 2 

###!J 2 2 1 tfMfr^SrT-fc b - b y 3~fb^!fvK y «7 A^r 

AD^Lfc:^, 50^-^7 0T^#U 2^yTy[(3,4-^^/^n^ai-^)(ai^)t: 
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FAB-MS(Pos); 282(M*+1) 
2 2 3 

#%#J 2 2 2 <T>ft&m* EtOH l£«£iir, tK^T^T NaOH aq %Mx.fc^ m.WZ. 
T2H#|HMfc#U 2-v-T/ [(3,4-i?7^n 7x=;V)(xf /I/)t K9^>]IBfc«:#*:„ . 
FAB-MS(Pos); 254(M + +1) 
.##$12 2 4 

###112 2 3<D4k&M% hJ^lsVHBM£'&. tiLi\tfr*-=-A'&iX\%.1t.&s 90°CX 1.5 
;&D*.fc3L 55£fcT24P#MSH$U £ b Kl 23 B#Wliii« U l-^/^-6,7-i?-7/^n^- 

^-df- y-i,4-^fc Kb ix^/ y ^.3-^/1^^= h y /i^#fc 0 

FAB-MS(Pos); 236(1^+1) 
###IJ 2 2 5 

##M 2 2 4 <D4k&m% DMSO n^df-^/KT 5 80^ 

*C3l*IHHffcJ^U 7- (5/^b^W5;) .i.^^/V.6--7/^n-4-^-dry-l,4-v ? fc K 
a v-^7 y ^-3-#A^~ h y /l^#fc 0 
FAB-MS(Pos); 315(MVl) 

###J 2 2 6 

#%#!l 2 2 5 ©-ffc^SrSfflfeU:** HC1 aq &Jpjfc;/fcgU 120°C-C 2 0 Mjfc# U 

FAB-MS(Pos); 334(M + +1) 
###<l 2 2 7 

##$|4 0 (Dlk&WKDfc&miZ. DMF, N-^B:(i<^5 FSriPx.. 100 o C"e 14 
B#Kflfc#U 8-^ o a-7-(^^ u-^V/VT 5: 7)-l-^^^-6-^/V-^"n-4-^^r y-l,4-$?fc 
Kn^/y V-3-#^>-^Sr#fc„ 
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FAB-MS(Pos); 367(I<+1) 
2 2 8 

##M 15 3 <D\\&m<D DMSO ^L\Z. u^*/;VT 5 ^ZMz., 80°CT* 14 

FAB-MS(Pos); 376(lvr+l) 
##$1 2 2 9 

n-l-[2-7^a-l-{7;^n ^ f;l/)xf /i/]^-t^r t Kp3r/ P >--3-^/V- 
FAB-MS(Pos); 304(M f +1) 

#^#1 2 2 9t PI&lc tt, 2 3 0 ^^tSISS:^ bTl^Lfco 

2 3 0 

7V;*-n-l-[l-(:7 /t^n **5-)V)\?=.)V\4-jr5rV -1,4-v^fc Kn^/ y V-3-#/l^ 

>t 

FAB-MS(Pos); 284(1^+1) 
2 3 1 

/l^T 5: 7)-6-7^^-n-l- [1-^ ^yW2-(T" h7t Ktz-2#-t: 0 7 ^-2--f /^^r v-)^^-^]-4- 
^-^y_l 5 4_v?t Kn^ry y ^-3-#/Wl?^i/y^ h £r#fc 0 Whtlfcit^^ EtOH-THF 
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FAB-MS(Pos); 447(M + +1) 
###| 2 3 2 

##M4 0 <Dik-&m<Dik-&m% DMF fO«£l*\ Sfiiit l,l'-#/V^~/I^tf;*-lH- 
^ 5: /v&in&fc^ l00°C-e 24 R#WHJ|#U 7-(i/^ n^^^T 5: J )-l-m5VV 
-6-7/V^-n-3-(lH-^ 5 ^7— /W-^/K&zVtJwI')^ y ^-4(lH)-^->-?r#fc 0 

NMR(CDC1 3 ) 6; 1.25-1.53(m,5H), 1.59(t,J=7.6Hz,3H), 1.65-1.76(m,lH), 1.80-1.90(m,2 
H), 2.05-2. 15(m,2H), 334-345(m,lH), 4.22(q,J=7.6Hz,2H), 4.57-4.66(m,lH), 6.44(d,J=6.4H 
Z,1H), 7.04-7.05(m,lH), 7.51-7.53(m,lH), 7.99(d,J=12.0Hz,lH), 8.12(s,lH), 8.15-8. 16(m,l 
H). 

233 

3 o pik&tox. "9 , &&<Dmm®\ i6t mm<D^m^x r> ten-y^ {[(6,7-^-7 

FAB-MS(Pos); 367(M+1) 

2 3 3 t mmiz LT\ ##^J 2 3 4 &ttJ&~rzmft&mm UtMiatfco 
2 3 4 

^^vV {[(5-T 5: y-l-3c^/V-6,7-i>-7/^n -4-^-^7-1,4-^1: Kn^y y :x-3--f/V)# 

FAB-MS(Pos); 354(M*+1) 
2 3 5 

###|2 3 4 ©fc^fcjte&SrkBfcifeS:;!^ l20°C-e 4 i^|HHt#U ({[5-(T-t^ 
T 5 /)-l-rc^/W6,7- ^7/^12-4-^-^ 7-1,4- v^fc Kn=Sr/ L> l/-!-^ ;V\$) ;Vi$=.;V}T 

FAB-MS(Pos); 396(1^+1) 

#%M2 3 5 i«tt, ##$12 3 6 Ir^tSMM t-CMUfco 
2 3 6 

a^/P ^7)-l-3i^-6,7-^7^^-a-4-^-^y-l,4-^t K»3V 
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]) >--3-^/V-]^/V7^i/^ 

ESI-MS(Pos); 395(1^+1) 
2 3 7 

(2-{[(9/f-7/V^-l/^-9-f /V* V**^$A'&~A']7 5. /}^^/V)^^*V^%^<>'-^V 

Tt?4B#MSt*^ v^^vvl' (2-{[(9/f-7/^^i/-9--t'/P^ f^r^/^=;P]75/} 

FAB-MS(Pos); 528(1^+1) 
##$| 2 3 8 

2 3 7 <Dfc-&to& DMF (dWj^it:, V :7 s n tVl^^T 5 Y&tiH%.1t.&^ 
MUX* 2 0 |BMfi#U S?"<^vVV (2-T ^ /.^/V)**^ — b £#fco £ 

S'a. 

FAB-MS(Pos); 306(M*+1) 
2 3 9 

it^jl, [2-(l,3-^^ry-l,3-^fc K & V 4 1/ \?—;V-2-J jVy nm^- 

U (2-7 5 — h£r#fc 0 

ESI-MS(Pos); 218(1^+1) 
2 4 0 

3.4kgf/cm 2 (D7X*T 120 B# [B]B&#U *?^JV fcf^y ^-3--f /V**^ — ]> £#7c 0 
ESI-MS(Pos); 222(^+1) 

240i LT, 2 4 1 %Mfc1rZ>mn%tiim bTBat bfc 0 

###11 2 4 1 

*?x.?-a, ( tr^< y 5^ v-2--r /v y ^/v>^ ^ ^ b 

FAB-MS(Pos); 236(1^+1) 
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###IJ 2 4 2 

fh7t Kn-3aH-v-^ n-^^[d][l,3]v ; ^-^y/^-4--r/^)^7/W^^— ho EtOH ^WK, 
A-£a*(10%)«rJP;SU **#ffl^'T*££SH$U (3aRS,4SR,6RS,6aRS)-6-{[tert- 

FAB-MS(Pos); 288(M + +1) 
##^J 2 4 3 

*?^*f-;V (l-^7;-2-7x-;Hf^)^7^t- h<D EtOH SStfRfcSWfcfi^ C.HC1 £r 
FAB-MS(Pos); 278(^+1) 

###15 9 <D\Y&m 400 mg £r DMF 5.0 ml ^iBJcT l.l'-^/^^/Hf 

X-1FM- 5 ^/-/W 350 mg SrJpfcfcfK 100^ 20 BtPalif #bfc 0 #b*bfcR*«Kl, 
tK^T^T h y x.f-A'T 5 V 0.2 ml, ^y i/^^^/Vrcx^/l- jftgltt 180 mg SrjlR^D 

#b*b5EUfc«r EtOH d^SHSSi-S^tlJlioT, ({[7-(v^ n^^T 5 

syi-i/fv^^swe-y/ua-u-^tty-iA-^K kp^/ y >--3-^/^]^/^=/^}r 

5 /)Ti?^ — h 408 mg §r#fc 0 
H»J 2 

#%#IJ 2 3 2 (D4k&Vs 300 mg DMF 5.0 ml iC^M zk^Ti-T h y =c=f-/VT 
% is 0.2 ml, ^ y v'^^^/v^^.^/v 120 mg SrJlRi^P^U ^iB"? 4.5 H#IBJj£# 
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fSrttiot, m^vv ({[7-(^^ 5 y)-l-xf /U6.7/Vtn4-^^y. 

U4-i?fc Kn^y y y-3->f;v]^;v^^;v}7^ y)T-i?^ — b 219 mg &#fc 0 

mmm 3 

##$J 2 3 2 <D\\&m-& DMF 3.0 ml \zM%^, K^XCX O- MJ y y ;Vt 

Kn^W^y 150 mg SrJOfcfc^ 50°Cl? 5.5 B#fffl3f#Lfc 0 KJfclfc&M.JET'MMz 
U MeOH 5.0 ml £r#0;i, 7K^T(-r 1M HC1 aq 4.0 ml ^Qxl. 2 H#Pfl N oV^ 

-e50°CTT2.5Btrait#bfc o M*-e^UT#^tb5@^SrEtOAcT?^b N Sbfc 
80%ft^7KT??3i$^i-5 wfctf 7-(i/^ n^^r vvVT ^ y )-l-^^-/W6-7/V^-n-N-t K 
D^i/-4-^y-l,4-i?k Kn^/ y >--3-# /M^rlf ^ K141 mg £#fc 0 

HJfe^J 5 6 <D\\&m 300 mg & EtOH 5.0 ml fcJBWS-ttr^J&TteT 3M HC1 aq 1.0 
ml^JDtfci, 50°CX*22&ffflWtWVtc o ^^SrHtBET**! U tK^P^Ls 1M NaOH 
aq-C^fPU. 10% MeOH-^ nn^fillllt 0 #>ftSW»Ji&*i*»ffiW- h V 
* J»yl&M&s 5 5S b^JET^ bfc 0 # bft 5 BfrSr EtOH -c^i-s rtiaot, 
7-(v-^ n^dr^/l^T 5 y)-l-^^-6-7/l-^-n^-^-^y-N-[(lRS,2SR,3RS,4SR)-2,3,4- h 
y t Kc^i/^ u^yf /U]-1,4-S?t Kn*y y >--3-#/V3ff3r1J-5; K230 mg §r#fc„ 

H»J 5 1 (Dft&m 360 mg 5.0 ml JkJ^TJcr h 0 7^ 

taSilOml^im MT?15I^M«#Ufc. KJft«&«ffiT»*fU tKSt^P 

jetm bfc„ nbtiz mfr& *m y 7° p tv^— ^/vT?*#-r ^ rtiaot, <4s> 

4 /V7$=.;U}T 5 y>5-[4-(^ Y^^io ;^^;V)\f^ iy^A-^ /vys-^r^rV^ly^ 
V^282 mg £#fc 0 

mmm 6 

Hlfefll 1 <D4b&m 300 mg £ EtOH 5.0 ml te!BHB$-£\ Jk^T^T 1M NaOH aq 0.8 
ml 3rJn*.fc8U ^MT*25 KJ&iStafcSrJn*., 1M HC1 aq "C+fPbfco 
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n^;/<?W-6-y vi-^p-^df- V '-1,4-5? t Ko=¥7 y V-3--T /l^A-^—A^T 5 /> 
m 263 mg £#fc 0 
HJfe#I 7 

^Jfe0!l 4 4 (Dft&tfo 1.106 g coy n n 20 ml 880^ Jk^T^^-fb b V * 

is? is (TMSBr) 2.23 ml £*3>o < «9 tMX., 7^TX 30 ^ig.T? 6 B#|BMjfc# bfco 

R^SrjSEETftSBIb. MeOH 15 ml %1}Ux.fc 0 l?^ffiT$l$iU x^r;v^t;/>i 
CO MeOH SrJn*. N £ Cfc^»3rMl bfc e ^(Dh<0\C 1M NaOH aq 10 ml, MeOH, 
zfcSriOx.. ^»?£$fe£bfcQ£>, 1M HC1 aq 11 ml £#Px., ^CfetfcRSrjtlJcUfe. 
80% EtOH aq b , [2-({ [7-0> y n ^ ^ V/VT 5 J )-l ^VU-6- 7 M n -4-^" df- y - 

1,4-5? t: Kn^y y ^-3--r/V]^/Wx}?^/k>T ^ /)^^/i,]7}>^^^841 mg £#fc 0 
HJfeM 8 

3 7 4 <D4k&%>) 250 mg <Sr EtOAc 2.0 ml Tk^Tt-T 4M HCl-EtO 

i 

Ac mm 2.0 mi ^n^tzM, m.mx- 4 0 mw& bfc 0 m-rz m&&*>T& u EtoAc -e 

Mt^riCioT, ({[l-^^/W6-7/^P-4-^y-7-(l^^i; 

l,4-i?fc Kn^f-y y y-3->f/W]*^/W}7$;)ffll mmm.210 mg £r#7c„ 

£?lfe#J 16 3 <Dfc&® 300 mg % THF 5.0 ml tR^TMT l,V-Jj/Utf^ 

/V^-lH-^f 5 yV— /V200 mg giB."? 17 B$PB}t#bfc 0 #b*L5KJ&$c 

^K^T^T 28%7^=Tzk 1.0 ml SrfyfcfcflU $ biH^iH.-? 1.5 H#Ff93t#bfc 0 K 

l-iot, N-(4-T5 y-4-t^y7Y;V)-7-(^^ n^df-S/yVT 5: /)-l-^^W6-7/V^-n- 
4-^-dey-l,4-v J fc Kndry y >-3-$> /V-m^y- * K214 mg%#t a . 

HJ£#!i 10 

mmm 1 6 1 coi\&m 210 mg & dmf 5.0 mi tusw*^ ^ti-t^ y^^x/v 

tf—ZHf-^^VO.! ml, WSC-HC1 130 mg, 1-t: Kn driy^^y h V T y*— /H00 
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64 



h V V&X&M&, tiffTSlLfc, EtOH ^ 

£ icioT, 4-[({[7-(->^ o-v^v'/vr 5 jy\-zz.^- fVir^-A-ar^rV 

228 mg £#7c 0 



^JfeM 19 6 O^-g-^ 530 mg £rT1? h ^ 10 ml-7X 3.0 ml CO^-^^M^^^ g 
N-^ ^-/V^/VOrs ]) ^-N-^v- K 0.30 g, Os0 4 (2.5wt% in tfiuOH) 2.0 ml.&JK 

V/KT^/)-l-(2,3-^t Kn^r^7 p nlf/V')^.^/^n-4-^-dry-i,4-^t KndjV y >--3 
A-]#/Vt}^V}T 5 /)T-fc*- b 190 mg &#fc 0 



^&£#J 7 2 <D\\&m 423 mg £ ^ n n 5 ml £ MeOH 5 ml fcffiflj £ i*\LiOH.H 2 0 

i26m g ^px., m&x so ftmmwvtc. nbtitti&mz*^M-yu^A-7*ttis 

-2,3,4- h V -0-7tf;V- a -D-^a 7 n^— h 1.17 g ^P^l^T* 1 I^WIft 

# bfc 0 $ fc N LiOH.H 2 0 126 mgi^ ^W-^n^-l-y^df- ^-2,3,4- h ]) -O-T^^/V 
-a-D-^/V=i / ~> — h 1.17 g ^r>DD Z.m.M.X 6 0#fia$K#Lfc o ^Jfc^eiTk 15 

ml t MeOH5ml tmWt^ h»?J» 1.0 g eDtIlt 1.5 B^i&#Lfc 0 £ fe(C s *k30 
ml t MeOH 220 ml tfimi- MJ^Al.Og £;&P *L^.&-e 30 ^f^^L/t^L B^T?* 
fPb^-tr 12 BlfWLfCo £Cfc^l»^fcfeU «^7k^P^fc#, ^nn* 
^^«L, #fe^c7«»Ttitfc 0 ODS ^^A^n-^h^^ 

^fit^U 3-({[7-(v-^ n^i/jUT^ jy\-^?v-e--7 ;v^rxiA-^r^V-\,A-^M 
Kndf-y y ^-3-f /^]^/V7i?^/v} r ^ / )^ m —A- p-D-^V^^ / 9 s K i> n ^ 168 
mg 3r#fc Q 



;jfe0fl l i 



mmmi 2 
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mmm 1 3 

2 3 3 <Dfc&m 0.20 g & DMSO 5.0 ml Kf&MZlt, MUCTS'* u^*l/;V* 

tert-y*?-/V [({7-[(v-y n-^ar^/P-^ fVl^T 5 / ]-l-=^^/U-6-y /U^-n V-\£- i? t 
Kczae/ y V-3-^7l^}#/l^-7V)X^ /]Ti?^~ h 0.23 g 
_h|Btert--7^/^^^/l/#:0.23 g £r^fky 5.0 ml 7»TfcT b y 

>V)T% / ;H-7/l/t o -4-t=^ y-l,4-v? t Ktz^/ y ^-3--f ;Vt$=.;1>)T 

5/]^102mg^#fc o 
4 

2 10 (Dik&Vo 253 mg <D THF 10 ml WBkt V V t7 A 89 mg, frsls A 

T/^fc KM (37%) 55 h y Ti? h h y *A 177 mg ^PjL, 

^S&T? 3 P#|HHft# bfdo t&fP NaHC0 3 aq SrJP x.. y n n Jfr/^A-etttH U t&fn&fcfc-C 

/)-6-^/v^-n-4-^-=3ry-l-(l-^5 : -/Vt: ,, n y ^^-3-^ 7^-1,4-^ t Kn^f / y >-3-f7V]^7 
/V^7V}T5: /)T-fe*— b 146 mg £r#fc 0 
3£&fe09 1 5 

^MI4 1 2 <Dft&m 0.45 g -&mk* fUV 10ml SfcJftTfcTjUb b U 

y ?vV->7 ^ 1.0 ml arAn*.;fc& % Sffl-C 3 0 fWtt 0 Rj^&SJffiT*«&U MeOH 
. Sr^D^^ftT? 1.5 ^BQa^bfco SM^iiETlib, EtOH &JlUz. : &Z. t Klcfc-oT#r 

-6-7/^n-4-^-df-y-l,4-^t Kndf-y y >--3--f ^]*/V^^7^}T5: 
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mmm 1 .6 

7 5 (Dfc&W 20 ml iC|§^£-ti:, 7 K^T b V =^^T 5 V 149 pl v ? n n £Wt 
<4 Vf^fV 117 nl &U0%.1t o *:<DtL* 1 BffflBjf£#b;/S: h V $ V 149 iiU 

^yS/yxf/Vx^r/V 138mg^Jn^.^ffl"T?12I^raa^bfeo«&jftlNH4Claq 

^^vl- ({[7-(->^ n^^^/VT^ y)-6-7/V^-n-4-^-^y-l-(2,2 5 2- b U 
^).l,4-^t: Kn^/!J >-'3--f /V]#/vtfwi^}T 5: 7 )Ti?^ — b 227 mg £r#fc 0 
HM$J 1 7 

MMffl 2 0 0 (D^ife) 0.51 g ^mt^^-Uly 5.0ml KH§$P£-tt\ ^T^T b V ^ 
/V-T 5; 0.5 ml, mt* ? 0.2 ml %m^lB7LtcMi, tK^T"C 30 £f B 1H# b 

^b^T««|-rsr^-C^^/^^#7t 0 #b;ftfc^vvWfc3r DMF 
10ml fclgjSf b !J >7 A 0.10g WEtt 20 B#BH3t# 

bfc 0 s^^tIc^x.. ^nn^/^-cttmbfco %&zkas£?- b y 

17A-C^m> ?*i§bMJBET^-f-SCl^T*T^K^#7to #b;ftfcT^ K&Sr THF 
10ml ^ta-C b V 7 =L~/Vfo7,7 j is 0.40g $:7JPX-fc^ 50^1? 1 

Ufc, £Ot»-7jc 2.0ml ^Px., 80 o C"e 3.5 B#IHH*#Lfc. SJtS»«rJfe?&b, 2k#Tfc: 
T-^-tert-y^vV b 0.30 g^Dx., 27 R£^#bfc 0 RlSWUlTKSr 

^itiot, i^/V {[(l-{2-[(tert--7 ? b ^ V#/V/tf=/l<)T ^ 7 ]3c^7l'}-7-($'* n^^- 

i//VTK />6-^/V^-n-4-^-dfy-l,4-v ? t Kn^r/ 9 ^-3-^/V-)^7/VsR=/U]T 5 7 }Tir 
* — b 494 mg <§r#fc„ 
1 8 

5 8 9 <Di\&m<D\t&m 407 mg £ MeOH 5 ml /<9 ^7A-^i 

(10%) 30 mg <SrABx.fc^ N **#ffl&T3 H$ffl»H$bfc 0 SJ^KK: lMNaOHaql.l5ml 
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*tox.tz.^ ^*»Srfe7-f b^bfdo Wm\Z. lMHClaql.l5ml£*P;t. &£fcttJ8! 
SrffiSt U 7K^Sfe#--f-S £ £ in J: «9 [2-({[7-(^>^ n^^^/V7 ^ y )-l-(2,2-^y ^-1,3- 

/ )^;V\ jft ^ Tjs 220 mg $r#fc «, 
Hlffi^J 1 9 

»^!J2 0 0<D4k&®4l5 mg 'T-Uls 5 mL KUR»£-g\ 7lC^T(-T h y 

/PT 5; ^ 400 nK ^-fby * ^7l^~/V 111 ^AP^fciL Sitt 10 ^mWtW^fc 0 

^x^mm, mmi^mi±rmmvtc 0 mbntcmm&DMF 5 mi t^.y & 

^948 |U SrJPJtfc^L 70°C^T23B^m#Lfc o *T??fr#]U" 7X^*PX. 

fc8L ^Dn^VA^ffibfCo W^Jl^TKam^hy **-e*aftSU iSSSU&BET 

fc Kn^/ y >- -HA'l^^/I/JT^ y)Tir* — b 202 mg $r#fc: 0 
HJ£#!l 2 O 

^Jfe^lJ 3 1 <D4h&%> 149 mg £r * n n tf^A 5 ml tcH*S £i§\ 7K^T h y ^/VT ^ V 
ISylZtoTLlZ.®., mkT-te^-Jls 30 nl %1mx_ti 0 m.UX^^mWVt'(Dh, zK trill*., 

y-l,4-v^t Kndry y ^-^/i/j^/i^^i^r ^ y)Ti?y — h 167 mg £r#fc„ 
H»J 2 1 

MMm 200 (Dty&m 734 mg £^"fky ^ 10 ml fc:lH»£*, 7K^T^T h y oc^- 
7P-T 5 > 708 jliU mt^ y 197 pil %%UzLfc^ mmcx 15 r9f« ££Lfc 0 

S«^7K, ma-km.7k^M^ ^nct^7i^AT^I±5Ufc 0 ^JiSrM7jcra-t- h y V 

MLMJ£T^*iLfc„ ^bttrta^^DMSO10ml^^$ii: N 
iti-hV lOOmg^P^Tt^ 70^T24B#P H m#Lfc o SJSttK:*. fifMfelS* 
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i 

/H{[7-(^ n^^e->/i-T 5: y)-6-^/^ni -4-^-^-y-i,4-^t Ku^y y 

^}T5/)7t^- b 354 mg «r#fc 0 
HWlJ 2 2 

H»>l 1 8 (D\^m 146 mg *C 70%ftH7kS§l?KSr»DXLfc«, 60 o C(clT 3 B#Pffi#bfc 0 
Rlfe«S:«JBET»*ll U EtOH lei?) bfc 0 # £>tWtg5?££ EtOH «fc 9 ^JMb 
U {2-[({7-( ; >^ n/sif ^/i/7 5 7)-6-7^tn-l-[2-t Ko*->-l-(t dlp-vy ^vi/) 

96mg£r#fc 0 
^JSM 2 3 • 

y ^Vl" (2R>2-({[7-(^^ n^df- v'/V'T ^ y ^-(l-ai^vi^ia bf/^-^/W^-n^^-^ y 
-1,4-^t Kc^y U V-3-^/W]^7/V7i?— /V}7^ y>3-,fcfy ^y-3--f;>7 p n/V7- b 
374 mg &EtOAc4ndt£^£^0.5MHClEtOAc}&?& 2ml2jP;L,30 #fSg&$ bfc#, 

$fc!££r$iE*u y ^ (2R>2-({[7-(^y p^f-s^w ^ y H-o-rn^vK/n tr/i^-^/^ 
a -4-^-^ y-i,4-i^ t Kn^yy i/-3-< /v]^7 t ^ y )-3- f y 5? ^-3-^ /V^" u 

*J T— Y mm 156 mg £#fc 0 
HJfctflJ 2 4 

'^»J4 4 <Dft&m llmg ^ 2M NaOH aq 0.5 ml^n^L. 100°C^T 30 #H0}l#b7c o 2- 
^n/V— 0.1 mlAPX., 100 o CJ<lT 12^ni#Ufc©t>, 1M HC1 aq 1.1 mi;tJP*. N 
££fc&fcJR£«$lb;fco v^x^x-r/l'f^L, ^^/V &m [2-({[7-(^^ p — 
v/wr ^ y)-i-^^v-6-^/v^-n^.^-dry-i,4-i^t Kd^e-y Uv-W;v]*/v#=;i/}7 

5: f 7m g %Wfc 0 

2 5 

^JSM 3 1 <Dik&m 148 mg &Tir h y 5 ml Kl®$B*-£\ ^gfe^ y V A 67 mg, 
*fl^^/U46|il, DMF5ml £JP;i, «dft#bfc 0 foZMx., ^PD*M-ett|jJ 
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df-y y l/-3-s{ jV\j3 A/i$~;V)T % y)T^^— h 174 mg &#fc c 
^JtS#!j 2 6 

MMffl 2 2 0 <D\Y&m 183 mg Sr^ n n /Jv^A 20 ml KlU^ ^nTJl-fb b V * 

1.35 mlAP^l. M"T?24I^Bgjft^bfe 0 A<ffc MJ ^/W^V 1.35 ml #0 XL. 3 
0P«#Lfc#, Et0H^Px.fd o MJET^Sr^LfcO^, tK, fHf P NaHC0 3 aq £ 
*Px.^^^it^bfc 0 ^(D^^fnNaHCOsaq ^Ox., y n n ^W^^tH U 1M 
HClaq, ffrfp NaHC0 3 aq, ma&mkT*m& Lfc B ^« £3§7KiM^ h y y A 

b % ^ /W [({7-( -y y P ^ ^ ;V T J )-6- 7 fV if p -4- Or 3f- y 
-l-[(lRS,2SR,3RS,4SR)-2,3,4- h y t KP^^yy a^^/P]-i,4-^t Kp3ry y i/-3--f 
>V}% >\,i?^)V)T % / ]Tir h 54 mg =Sr#fc 0 

mmm 2 7 

1 5 (Dfc&m 743 mg. 7 1 h y^svT^-v&mmfcmm. 226 mg , a y^ 

h y ?A 102mgS£Ti? h= h )) )V 10 mM.S-^TlFtf^y n[5A0]-7-^>'y ? -fe:>'720 pl x 
fcV^y V^^pp^^ 575 nl&^x., 75°C^T 65 0#BQJf#Lfc o 7K^*P^, EtOAc 
-e&JfctiU ?K Ifrfa NaHC0 3 aq, IS?P^:^T?^bfc 0 W^Jf £M*«^y^>-y 
A-e^m. ?MLMJ£TMsbfc 0 #k;ftfcaS&^y#y/vy p^ hy^:^-^ 
ct«9*t^b, i^^vi^— 7Vi--Ci5fc^U ^{[(2,2-v^y ^•/l-y 0 n^y-f/lx)^-drv']y ^ 
^} [2-({[7-(ixy P^-=3f ^ y)-l-v-y n ;U6-7;l^t n y-1,4-^ t Kp 

=^7 y ^-3-f/V]^7;v#=/U}T 5: y)^^]/*;*/*-?— h 378 mg &#fc 0 
HJEM 2 8 

5 4 4 <Dik&%0 273 mg £ THF 10 ml \Z.Wm 1M LiOH aq 1.2 ml £;t>D;l N ^ 

PW % 50°C}Z1-C 3 B#W> 60°C^T 20 H#r«#bfc 0 iETM^f*tfc 
<7)^ 1M HC1 aqSrJDx.. £Cfc2fcIS:&3lt&U 2-({[7-(^>^ P^^i//VT ? / >l-(l-x 

^/py'n fcVu>6-y^^-o-4-^-^y-i,4-^t; Kp^y y ^-3--f /^A-tf^/i^T ^ 
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J )-2-t f/V^a ttlsWt 270 mg 3r#7t 0 
MMffl 2 9 

•^Jfe^ 3 1 148 mg n cr zJv^A 5 ml IdJBSS&l^' h y :x?vW 5 ^ 75 jxl 

^n^Lfc# s -45 0 C^*PU ^yx;to^n'J K 32 pi *tia?Ltc 0 
iirgiB."?^^ bfc <£> > tK SrJp x. % ^pp tJvv A Trrt ttj bf&? p^tK X*$g& b fc 0 

n-l-[l-(^^/V^/V^^/lx-)t: 0 n ]) Vl^-^-A }V\A-ir^r y-l,4-S?fc Kp^t/ U ^-3--f/V> 
^/^-/l.)T$ yjTir^— b 138 mg &#fc 0 
HJS^J 3 0 

^Jfe#iJ 1 7 (D\t&m 0.40 g £ EtOH 5.0 ml WB»$ii\ JkJfrTfc-C 1M NaOH aq 1.1 ml 

^mxtzM. mmx^is mtm&i>ito &&m&m&Tmmv, mbnznmw**. 20ml 
temmt$it> MfaTfcxmmm 3.omi %Mtt&, sox;x*6mmw:W^tz.o ML*-e#. 

y)-6-y/^n-4.^-^y.i,4-v?t Kndey y v-3--r/w]^/^=/v}T^ 

£0.15g#7t„ 

mmm 3 1 

H»J 2 10 <D4k&Wo 1 g KHSfP NaHCOs aq, 7K EtOH SriDx., y cr p ^/^^T'tttti b 

^mm^imm.^if^^^xmmk, ass uteraiat u au-c>^ 

p^v/;V7 5 ;)-6-7;^P4-t^y-l-(fp V \?ls-3-4 jvy\A-*?K Kn^y y :/-3- 
-f/Wj^/M^/i^T 5 y )Ti?y — h 750 mg £#fc 0 
3 2 

^WJ2 4 10^%50mg ^6MHClaq2ml^Px.,80 o CiCT1.5B#r^#bfc(Dt ?N 
6MHClaq2ml 80°C^T 1 NPlWSH^.bfc. WJ£Tm&&®&\^1t.<D'hfc&M%., 

^^'Kj&ifcEl bfc„ EtOH «fc <9 SF*Sfli*t~5 - t «t <9 [({7-0>y o ^af-V/WT ^ J )-6-Z7;v 

#,l^^/V)T ^ 18 mg £r#fc 0 
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MMm 3 4 8 <D\Y&m 52 mg £ DMSO 1 ml \zmM h V a^A-T ^ 1/ 46 |ih 2.0M 

i?* ^T$>-THFMWi 165 fxl 100°CT 24 0#PeO3*#Lfc o 7jc£#P££ C7t£fe 

sf/V? n-^ h^77/f- Scj; <9Mi^U ^^vV ({[7-(v^^ n^^r^T 5 7)-5-(i?^ f 
5 /)-i-(i-j:^^'7 B n t° /i^)-6- -7 )Vjr n -4-^- ^-y -1,4- S?k Kn^y y ^-3-^A] % 
jvm^;V}T% y)Tiri7— b 43 mg £#fc 0 
HJfefll 3 4 

2 3 5 <7Mfr8^ 53 mg £ DMSO 1.5 ml (d^f m&fcX */9 p^ri^T ^ 
^31 ^l^D^fc#, 80°C-ei3B#Kv 100°C-e 10H#^jt#bfi: o K^^tK^P^l, £ 

r £ Wot, ^^7V ({[5-(T-t:^vVT ^ /)-7-(^i7 n-^^AT 5: J 
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^1 6 



Ex 


Syn 


R 


Data 


2 


2 


Et0 2 CCH 2 -NH- 


FAB-MS(Pos); 418(1^+1) 


3 


3 


HO-NH- 


FAB-MS(Pos); 348(1^+1) 


4 


4 


(lRS,2SR,3RS,4SR)-2,3,4-triHO-cPen-NH- 


FAB-MS(Pos); 448(JVf +1) 


5 


5 


C0 2 H 
f ,^N' C0 2 Et 

5 


FAB-MS(Pos); 602(M + +1) 


7 


7 


(HO) 2 (0)P-(CH 2 ) 2 -NH- 


FAB-MS(Pos); 440(M + +1) 


9 


9 


H 2 NOC(CH 2 ) 3 -NH- 


FAB-MS(Pos); 417(^+1) 


10 


10 


(4-Et0 2 C-l-pipe)-COCH 2 -NH- 


FAB-MS(Pos); 530(M + +I) • 


12 


12 


H 

x-Nv^^O,^OyC0 2 H 

^HO*S^OH 
OH 


FAB-MS(Pos); 600(lVf +1) 


24 


24 


(HOXEtOXC^P-CCH^NH- 


FAB-MS(Pos); 468(M* +1 ) 


35 


1 


H 2 N- 


FAB-MS(Pos); 332(M + +1) 


36 


1 


MeNH- 


FAB-MS(Pos); 346(1^+1) 


37 


1 


MeaN- 


FAB-MS(Pos); 360(1^+1) 


38 


• 1 


BocHNNH- 


FAB-MS(Pos); 447(M*+1) 


39 


1 


Ph-NH- 


FAB-MS(Pos); 408(1^+1) 


40 


1 


H 2 NC(=NH)-NH- 


FAB-MS(Pos); 3740Vf +1), 
Sal : HC1 


41 


1 


tBuO-NH- 


FAB-MS(Pos); 404(ivf +1) 




i 
i 


a pyrr 


rAJD-MovJrosj; 444(JVL +1) 




i 




rAJo-Mc^JPos); 545(M +1) 


44 


1 


ffitOVOWCH^VNH- 


FAB-MSfPosV 4Q6nVf 1 "+n 

X .rVX-» ~1 VX LJ \^X UJ y , *T-7VJ^lVx ' X J 


45 


1 


l-btria-0(CH 2 ) 3 -NH- 


FAB-MS(Pos); 507(M + +1) 


46 


1 


l-btria-0(CH 2 ) 2 -NH- 


FAB-MS(Pos); 4930VT+1) 


47 


1 


(S)-H 2 NOCCH(Me0 2 C(CH 2 ) 2 )-NH- 


FAB-MS(Pos); 475(1^+1) 


48 


1 


(S>Ph-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 4940VT+1) 


49 


1 


(R)-Ph-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 494(M^+1) 


50 


1 


HOCHrCHCCChMeVNH- 


FAB-MS(Pos); 434(M*+1) 


51 


I 


M 0 


FAB-MS(Pos); 658(ivf"+l) 


52 


2 


(S)-H 2 NOCCH(iBu)-NH- 


FAB-MS(Pos); 445(^+1) 


53 


. 2 


HO(CH 2 )2-NH- 


FAB-MS(Pos); 376(M + +1) 
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■ H Et 



Ex 


Syn 


R 


Data 


54 


2 


Et0 2 C(CH 2 ) 2 -NH- 


FAB-MS(Pbs); 432(ivf"+l) 


55 


2 


Et0 2 C(CH 2 ) 3 -NH- 


FAB-MS(Pos); 446(M*+1) 


56 


2 


r\ 

Me (3aRS,4SR,6RS,6aS 

R) 


FAB-MS(Pos); 488(lVf+l) 


J / 


2 


1 TV /T — "K T ^TT_ //"ITT \ \TTT 

1 ~Me2N-cHex-(CH2)2*-NH- 


FAB-MS(Pos); 485(lvr+l) 


DO 


2 


4-Et02C-Pn-NH- 


FAB-MS(Pos); 480(]Vr+l) 


59 


2 


. Me (3aRS,4SR,7RS,7aSR) 


FAB-MS(Pos); 502(Nf +1) 


60 


2 


(lR,2S)-2-Ph-cPr-NH- 


FAB-MS(Pos); 448(M*"+1) 


61 


2 


(3R)-3-(2-bimid)-l-pipe 


FAB-MS(Pos); 516(M*+1) 


62 


2 


(3S>3-(2-bimid)-l-pipe 


FAB-MS(Pos); 516(M*+1) 


63 


2 


(lR,2S>2-(3,4-diF-Ph)-cPr-NH- 


FAB-MS(Pos); 484<M*+1) 


64 


2 


HjNOCCHr-NH- 


FAB-MS(Pos); 389(M*+1) 


65 


2 


H 2 NOC(CH2)2-NH- 


FAB-MS(Pos); 403(1^+1) 


66 


2 


3-Et02C-Ph-NH- 


FAB-MS(Pos); 480(M*+1) 


67 


2 


2-Et0 2 C-Ph-NH- 


FAB-MS(Pos); 480(M + +1) 


68 


2 


3-H 2 NOC-Ph-NH- 


FAB-MS(Pos); 451(M + +1) 


69 


2 


<jP OH 

H (3aRS,4SR,6RS, 
6aSR) 


FAB-MS(Pos); 532(1^+1) 


70 


2 


4-Et0 2 C-l-pipe 


FAB-MS(Pos); 472(1^+1) 


71 


2 


4-HO-Ph-NH- 


FAB-MS(Pos); 424(1^+1) 


72 


2 


3-HO-Ph-NH- 


FAB-MS(Pos); 424(1^+1) 


73 


2 


2-HO-Ph-NH- 


FAB-MS(Pos); 424(M + +1) 


74 


2 


4-H 2 NOC-l-pipe 


FAB-MS(Pos); 443(lvf"+l) 


75 


2 


H0 3 S(CH 2 )2-NH- 


FAB-MS(Pos); 440(lVf +1) 


76 


2 


H0 3 SO(CH 2 )2-NH- 


FAB-MS(Pos); 456(1^+1) 


77 


2 


2-HO-6-0 2 N-Ph-NH- 


FAB-MS(Pos); 469(M*"+1) 


78 


2 


2-H 2 N-6-HO-Ph-NH- 


FAB-MS(Pos); 439(M + +1) 
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. H Et 



Ex 


Syn 


R 


Data 


79 


2 


6- A cO-2- A cNH-Ph-NH- 

VJ -'XwV' ii t'INl A X 11 X^iXTX 


FAR-M^fPrKiY ^IfM*-*- 1 "i 


80 


2 




FAR-M^fPn^Y 4RirTVT + +1 , i ' 


81 


2 


2-AcNH-6-HO-Ph-NR- 

ZivlNH \J X IKS X XI 


FAR-MSfPn<;Y 4R 1fN/T f +1 > l 


82 


2 


2 -B 7NH-6-HO-Ph -NT-T- 




83 


2 


2-BzNH-3-HO-Ph-NH- 


FAR-M<\fPnQY SAVix/T^-M 


84 


2 


VJ XXV-/ ^* 11 lJUNV\»/j 1 11 1 > A 1 


FAR-N/T^fPnQY Sd.lfM'^'n 

r/T.JO~lVAO^A UJ>j, JHj\1Va ' 1 y 


85 


2 


w 11\/ ^ivit/ lllNVy\-/y XT 11 IN A A 


FAR-MS(Pn<;Y 4SUM + +1 i 

1 AVAOyA voy, to I ylvx *xj 


86 


2 


1 3 4-thiadia7ol-2-vl-NH- 


FST-MSfPn<3Y 4.1 6 fN/I^-M^ ! 

C/ul-lvlO^rUbj, HIO ^iVA ' 1^ 


87 


2 


2-MeO-Ph-NH- 

<£* X»XW A IX J. ill 


FST-MSfPn<;Y 4^8 fA/T^-H^ 

1ju1"1V1lj v 1 Uo tJO y^JLVA *ij 


88 


2 


3 4-diMeO-Ph-NH- 

*J y • UllVlvW X XX 1 ill 


FST-l\/fSfPo«5Y 468 /T^+n 

Ly01"lV10^1 va J, tUO \1Va *1>) 


89 


2 


3-HO-2-Me-Ph-NH- 

A A>-/ AYAV/ A XX 1 N A A 


ajOa~1VAO v a yJS>) 9 HJO ^IVA » I y 


90 


2 


4-HO-2-Me-Ph-NH- 

• llv a# AVAW AxA IN A A 


F<sT-M^fPrviY zt^R nv/i + +i^ 

Xi01~lV10 v x *tJO ylVA 'xj 


91 


2 


4-HO-3-OoN-Ph-NH- 

~ x ivy j ' " n iii i 


ryOi-ivio^ruo jy *t\jy \jyx *i) 


92 


2 


3-EtoNCHo-4-HO-Ph-NH- 

*j i—'i<2- i iv^xi2 ~ xxv^ x ii in a a 


FST-MSfPrmY SOQ fN/t^+il 


93 


2 


3-HO-2-Pv-NH- 

»/ x ivy a« a Jr lill 


FST-TV/TSiT>n<:Y n^l + 4-^ 

JjOl-lVlO^l V3 *rZ»«j v 1Va T l j 


94 


2 


2-HOCHo-Ph-NH- 

*» X1V/V/XX2 A 11 1 N A A 


FST-MSfPrviY 4^R l1^/f + 4-^ 

A-'0 1-lvlO yx \JZ> J , *tJO ^1V1 " I ^ 


95 


2 


mJ X IVyV-'l 12 A X1"M NX A" 




96 


2 


4-HOCHo-Ph-NH- 

» A 1\/^1 A2 A U 1 ll A 


tiO A^AVIO^A J 9 tJO ^1V1 *X) 


97 - 


2 


JU yj \ k V^AA2/2* 11" J N AA 


C*01~4VXO^a UoJ 9 *tJX ^IVI i 1 ) 


98 


2 


indol-5-vl-NH- 
uiuvi *j j i iin 


Aw01""IVao v X^iJJ> y, *f*f / ^xVl ^i ) 


99 




iaivacizaji j - y x in xi" 




100 


9 


4- A c NH-Ph-'MT-r- 

*T —^VVyAN il l II XN AA 


JZiol-lVlo^JrOSy, *fO0 ^JVi i 1 y 


101 


2 


4-(4-mor-CO)-Ph-NH- 


ESI-MSfPosV 521 (M^+n 


102 


2 


3-Ac-Ph-NH- 


ESI-MS(Pos); 450 (MT+1) 


103 


2 


Bn-NH- 


ESI-MS(Pos); 422 (IV^+I) 


104 


2 


2-Me-Bn-NH- 


ESI-MS(Pos); 436 (IVf+l) 


105 


2 


2-F-Bn-NH- 


ESI-MS(Pos); 440 flvf+1) 


106 


2 


3-F-Bn-NH- 


ESI-MS(Pos); 440 (M* +1) 


107 


2 


4-F-Bn-NH- 


ESI-MS(Pos); 440 


108 


2 


3-MeO-Bn-NH- 


ESI-MS(Pos); 452 (M*+l) 


109 


2 


4-MeO-Bn-NH- 


ESI-MS(Pos); 452 (M*+l) 


110 


2 


2,4-diMeO-Bn-NH- 


ESI-MS(Pos); 482 OVT+l) 


111 


2 


3,5-diMeO-Bn-NH- 


ESI-MS(Pos); 482 (M^+l) 


112 


2 


3-0 2 N-Bn-NH- 


ESI-MS(Pos); 467 (Nf^+l) 


113 


2 


4-0 2 N-Bn-NH- 


ESI-MS(Pos); 467 (IVf+l) 


114 


2 


Ph 2 CH~NH- 


ESI-MS(Pos); 498 (IvT+l) 
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Ex 


Syn 


R 


Data 


115 


2 


X L4J \_^1 J. 2 XtXX 


F^T-MSfPn^Y 41? fT\/f + +1 > l 


116 


2 


2-the-CHo-NH- 


FST-MSfPnsY 4? 8 nVT^+l^ ' 


117 


2 


3-Pv-CHo-NH- 

•J X j Vrf'A *2 X 1 X X 


FST-MSfPn^Y 4?^ (M^'H 


118 


2 


4-PV-CH7-NH- 
* X J *»^X X^ jL i X _i_ 


FSi-TVTSfPnsY 491 n^-H"* 


119 


2 


2-F-Ph-fCH^o-NH- 

A* X X XX Jl ill 


FST-MSfPosY 4S4 nVT^+n 


120 


2 


3 -F-Ph-fCHoVNH- 

— ' x x ix ^\w*A x2y2 A^iXX 


FST-MSfPn<;Y 4S4 fiVT^-fn 


121 


2 


4-F-Ph-iT!Ho VNH- 

~ x x 11 y v^«x xj_J2 anxx 


F^sT-K/fSrPnq i- 4S4 fM + +1 > k 


122 


2 


» 1'iv x 11 ^v«/xx2/2 a^ixx 


FS\T-M^fPn<;Y 4S0 fN/r*"-l-i 1 


123 


2 


4-MeO-Ph-fCH^-NH- 

• iTiv/v/ x ix y v_/X x2/2 x^t x x 


FST-TvTSfPrj^Y 466 ( r M + +1 > i 


124 


2 


2-Cl-Ph-fCHoVNH- 

^-»X X XX ^vix^/i * ™x X 


ESI-MSfPosY 470 ^M" 1 "-!- 1 1 


125 


2 


4-Cl-Ph^CHoVNH- 

■ V^JL X XX^\V^XX2y2 *~XjL 


FST-MSlfPn<?Y 470 fN/f^+l • 

i-fOl xVXO^JT \JOJ 9 t /V/ ^IVA ' ij 


126 


2 


• X-* J. X XX y^V^XX2y2 X^IXX 


FST-MSfPn^- S14 SI 6 fi^T 1 "-!- 

xjuI XVXO^JT \JOJ 9 Jx*+j J1U ^lVX ' 1 J 


127 


2 




FST-MSn > n<iY 44? fTK/T^+iY 

J-/01"lVJ.L5^r fr^, ^IVX i 1 J 


128 


2 


2-Pv-CCHo>>-NH- 


FST-T\4SrPo^* 417 fM"*-!-! • 

XvOi IVAU^r U3 TJ / ^IVX 1 X J 


129 


2 


3-Pv-fCHoVNH- 

a j ^v^x A 2_/2 a^xx 


FST-MSfPo^' 417 n^+l ^ 

X->Ox~xVXO^X VO^, "TJ / \^xYl *lj 


130 


2 


4-Pv-CCHoV>-NH- 

• x jr^^v-'XX2/2 xixx 


F^T-lV/f^n^nQY 417 ■^>l + +^ 

XiOx-xVlO^x \toj 9 *tJ / ^lvx ' 1 y 


131 


2 


2 5-diMeO-Ph^CHoWlsJH- 


xiOl-xVlo^x U2>y 9 *ICO ^1V1 » x y 


132 


2 


j"t^xixvxw>-/ x x* y\*xx2/2 x>x x 


F <sT J\zT<sfPncY 406 ^V/l + -^-1^ 


133- 


2 


indol-3-vWCHoWNH- 

uiuui'j jrx^wxx2/2 xNXi 


F^T-M^^^>A<s^• 47 S fN/f^-M^i 


134 


2 


xrx**2* ~ *-" x x \ i xx y V-/XX2 * "™ 


F <s T-M^<s rPnc^ • 470 /'Ayi 4 "-*-! 1 


135 


2 




xwOx"xVXO^r JuU ^xVl *x.) 


136 


2 


(3-Me-Ph)-N(Et)-(CH 2 ) 2 -NH- 


ESI-MS(Pos); 493 (M^+l) 


137 


2 


4-Ph-.l-pipa-CH 2 CH(Me>NH- 


ESI-MS(Pos); 534 (Nf+l) 


138 


2 


PhO-CH2CH(4-mor-CH 2 )-NH- 


ESI-MS(Pos); 551 (M^+l) 


139 


2 


4-(4-F-Bn>2-mor-CH 2 -NH-. 


ESI-MS(Pos); 539 (Nf+l) 


140 


2 


Et-NH- 


ESI-MS(Pos); 360 OVf+l) 


141 


2 


nPen-NH- 


ESI-MS(Pos); 402 (M^+l) 


142 


2 


HOCH 2 CH(Me)-NH- 


ESI-MS(Pos); 390 (Nf +1) 


143 


2 


HOCH(Me)CH 2 -NH- 


ESI-MS(Pos); 390 (NT+1) 


144 


2 


HOCCH 2 ) 2 0(CH 2 ) 2 -NH- 


ESI-MS(Pos); 420 


145 


2 


(HOCH 2 )2CH-NH- 


ESI-MS(Pos); 406 


146 


2 


HOCH 2 CH(HO)CH 2 -NH- 


ESI-MS(Pos); 406 OVT+1) 


147 


2 


HO(CH 2 ) 5 -NH- 


ESI-MS(Pos); 418 (MT+1) 


148 


2 


cPen-NH- 


ESI-MS(Pos); 400 (IVf+l) 


149 


2 


(1 S 5 2S)-2-MeS-cPen-NH- 


ESI-MS(Pos); 446 (hf+l) 
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tx 


oyn 


K 


Data 


150 


2 


(3S,4R)-4-MeS-3-THF-NH- 


ESI-MS(Pos); 448 (M^+l) 


151 


2 


3-Bn-l-pyrr 


ESI-MS(Pos); 476 (M + +l) 


152 


2 


3-PhS(=0) 2 -l-pyrr 


ESI-MS(Pos); 526 (M + +l) 


153 


2 


4-(2-oxo 1 -bimid)- 1 -pipe 


ESI-MS(Pos); 532 (M++1) 


154 


2 


4-(2-Cl-Ph)-l-pipa 


ESI-MSCPos); 511 (Ivf+1). 


155 


2 


4-(3-F 3 C-Ph)-l-pipa 


ESI-MS(Pos); 545 (M*+l) 


156 


2 


4-(2-Py)-l-pipa 


ESI-MS(Pos); 478(1^+1) . 


157 


2 


(lR,2R)2-Me 2 N-cHex-N(allyl)- 


ESI-MS(Pos); 497 CM*+1) 


158 


4 


(lRS,2SR,3RS J 4SR)-2,3,4-triHO-cHex-NH- 


FAB-MS(Pos); 462CM++1) 


159 


4 


(1RS,2SR,3SR 4 4SR)- 
(2,3-diHO-4-HQ(CH 2 )20)-cPen-NH- 


FAB-MS(Pos); 492(M + +1)' 


160 


5 


H0 2 C(CH 2 )2-CH(CONMe2> 


FAB-MSCPos); 489(M* +1) 


161 


6 


H0 2 CCH 2 -NH- 


FAB-MSCPos); 390^+1) 


162 


6 


H0 2 C(CH 2 )2-NH- 


FAB-MS(Pos); 404CM++1) 


163 


6 


H02C(CH 2 ) 3 -NH- 


FAB-MS(Pos); 418CM*+l) 


164 


6 


4-HC^C-Ph-NH-. 


FAB-MS(Pos); 452CM*+1) 


165 


6 


TTA O/OTT "V \rrT 

H0 2 C(CH 2 )4-NH- 


FAB-MS(Pos); 432(^+1) 


166 


6 


H0 2 C(CH 2 ) 3 -N(Me)- 


FAB-MSCPos); 432CM*+1) 


167 


6 


4-H0 2 C-l-pipe 


FAB-MSCPos); 444CM++1) 


16S 


6 


3-HO2C-PI1-NH- 


FAB-MSCPos); 452CM f +l) 


169 


6 


2-H0 2 C-Ph-NH- 


FAB-MSCPos); 452CM + +1) 


170 


6 


2-H0 2 C-l-pyrr 


FAB-MSCPos); 430CM*+1) 


171 


6 


(S>Ph-CH 2 CH(C0 2 H)-NH- 


FAB-MSCPos); 480CM + +1) 


172 


6 


(R)-Ph-CH 2 CH(C0 2 H)-NH- 


FAB-MSCPos); 480CM*+1) 


173 


6 


HOCH 2 -CH(C0 2 H)-NH- 


FAB-MSCPos); 420CM++1) 


174 


8 


H 2 NNH- 


FAB-MSCPos); 347CM"+1), 
Sal : HC1 


175 


9 


H 2 NOC(CH 2 ) 4 -NH- 


FAB-MSCPos); 431CM + +1) 


176 


9 


H 2 NOC(CH 2 ) 3 -N(Me)- 


FAB-MSCPos); 431CM + +1) 


177 


9 


4-H 2 NOC-Ph-NH- 


FAB-MSCPos); 451CM++1) 
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Ex 


Syn 


R 


Data 


178 


2 


(HO) 2 (0)P-0(CH 2 ) 2 NH- 


FAB-MS(Neg); 454(1^-1) 


179 


2 


(3-(Me0 2 CCH 2 )-Ph)-NH- 


FAB-MS(Pos); 480(1^+1) 


180 


2 


(4-(Et0 2 CCH 2 )-Ph)-NH- 


FAB-MS(Pos); 494(M + +1) 


181 


6 


(3-(H0 2 CCH 2 )-Ph)-NH- 


FAB-MS(Pos); 466(1^+1) 


182 


6 


(4-(H0 2 CCH 2 )-Ph))-NH- 


FAB-MS(Pos); 466(M + +1) 


183 


1 


3-Et0 2 C-2- thiq 


FAB-MS(Pos); 520(M + +1) 


184 


6 


3-H0 2 C-2- thiq 


FAB-MS(Pos); 492(M + +1) 


185 


2 


(HO) 2 (0)P-(CH 2 ) 3 NH- 


FAB-MS(Pos); 454 (Mf+1) 


186 


2 


(S>tBu0 2 C(CH 2 )2CH(CONH2)NH- 


FAB-MS(Pos); 517(ivr+l) 


187 


5 


(S) -H02C(CH 2 ) 2 CH(CONH2)NH- 


FAB-MS(Pos); 46KM++1) 


188 


2 


(EtO) 2 (0)P-CH 2 NH- 


FAB-MS(Pos); 482(M* +1) 


189 


7 


(HO)2(0)P-CH 2 NH- 


ESI-MS(Pos); 426(M*+1) 



WO 2005/009971 



PCT/JP2004/010781 



78 

2 



H R 



Ex 


Syn 


R 


Data 


l 


l 


cPen 


FAB-MS(Pos); 458(^+1) 


11 


11 


HOCH 2 CH(OH)CH 2 - 


FAB-MS(Pos); 464(M"+1) 


14 


14 


l-Me-3-pyir 


FAB-MS(Pos); 473(M + +1) 


16 


16 


CF3CH2- 


FAB-MS(Pos); 472(ivr+l) 


17 


17 


Boc-NH(CH 2 ) 2 - 


FAB-MS(Pos); 533(M + +1) 


19 


19 


l-pipe-(CH 2 )2- 


FAB-MS(Pos.); 5010VT+1) 


20 


20 


l-Ac-3-pyrr 


FAB-MS(Pos); 501(M + +1) 


21 


21 


H 


FAB-MS(Pos.); 390(M + +1) 


25 


25 


l-Bn-3-pyrr 


FAB-MS(Pos); 549(]Vf+l) 


26 


26 


(lRS,2SR,3RS,4SR)-2,3,4-triHO 
-cPen 




29 


29 


l-MeS0 2 -3-pyrr 


FAB-MS(Pos); 537(1^+1) 


31 


L 31 


3-pyrr 


FAB-MS(Pos); 459(1^+1) 


190 


i 


Me 


FAB-MS(Pos); 404(1^+1) 


191 


i 


iPr 


FAB-MS(Pos); 432(M + +1) 


192 


i 


Bn 


FAB-MS(Pos); 480(1^+1) 


193 


i 


4-OMe-Bn 


FAB-MS(Pos); 510(^+1) 


194 


i 


Ph 


FAB-MS(Pos); 466CM++1) 


195 


i 


cHex 


FAB-MS(Pos); 472(M*+1) 


196' 


i 


allyl 


FAB-MS(Pos); 430(1^+1) 


197 




( 1 ,3-dioxolan-2-yl)-CH 2 - 


FAB-MS(Pos); 476(M*+1) 


198 


, 


2-THP-0-(CH 2 ) 2 - 


FAB-MS(Pos); 518(1^+1) 


199 


i 


(R>3-THF 


FAB-MS(Pos); 460(1^+1) 


200 




HO-(CH 2 ) 2 - 


FAB-MS(Pos); 434(1^+1) 


201 


i 


(S)-3-THF 


FAB-MS(Pos); 460(1^+1) 


202 


i 


cPr 


FAB-MS(Pos); 430(M + +1) 


203 


i 


cBu 


FAB-MS(Pos); 444(]Vf+l) 


204 


i 


tBu 


FAB-MS(Pos); 446(M 4 +1) 


205 


i 


3-THF 


FAB-MS(Pos); 460(1^+1) 


206 




MeO-(CH 2 ) 2 - 


FAB-MS(Pos); 448(M*"+1) 


207 




l-Boc-3-pyrr 


FAB-MS(Pos); 559(1^+1) 


208 




sBu 


FAB-MS(Pos); 446(M*+1) 


209 




(Et^CH- 


FAB-MS(Pos); 460(1^+1) 


210 




3-pyrr 


FAB-MS(Pos); 459(1^+1), 
Sal : HC1 


211 




iPrCH(Me)- 


FAB-MS(Pos); 460(M + +1) 


212 




iBuCH(Me)- 


FAB-MS(Pos); 474(M + +1) 


213 




tBuCH(Me)- 


FAB-MS(Pos); 474(M++1) 


214 




iBu 


FAB-MS(Pos); 446(1^+1) 


215 




oxetan-3-yl 


FAB-MS(Pos); 446(1^+1) 


216 




4-THP 


FAB-MS(Pos); 474(^+1) 


217 




l-Boc-4-pipe 


FAB-MS(Pos); 573(]Vf+l) 
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CO z Et 



Ex 


Syn 


R 


Data 


218 


8 


4-pipe 


FAB-MS(Pos); 473(1^+1)^ 
Sal : HCI 


219 


14 


l-Me-4-pipe 


FAB-MS(Pos); 487(1^+1) 


220 


16 


) — V 

Me Me HaR ^ ACT? f%s&Xl\ 


FAB-MS(Pos); 546(M + +1) 


221 


1 


1 -Me-azetidin-3 -y 1 




222 


16 


-</) 

(1RS,2RS,4SR) 


FAB-MS(Pos); 484(1^+1) 




16 


nPrCH(Me> 


FAB-MS(Pos); 460(NT+1) 




16 


(nPrhCH- 


FAB-MS(Pos); 488(M + +1) 




1 £~ 

16 


nrrCH(Et)- 


FAB-MS(Pos); 4740VT+1) 


226 


16 


<Z> 

^ (1RS,2SR,4SR) 


FAB-MS(Pos); 484(M*+1) 


227 


16 


CF 3 CH(Me> 


ESI-MS(Pos); 486(M*+1) 


228 


16 


cyclopent-3-en-l^yl 


FAB-MS(Pos); 456(M* +1) 


229 


1 


MeHNOC-CH 2 - 


FAB-MS(Pos.); 461(1^+1) 


230 


1 


(4-Me-l -pipa)-CO-CH 2 - 


FAB-MS(Pos.); 530(1^+1) 


231 


1 


(4-mor>CO-CH 2 - 


FAB-MS(Pos.); 517CMT+1) 


232 


19 


l-pyrr-(CH 2 ) 2 - 


FAB-MS(Pos.); 487(M + +1) 


233 


14 


Me 2 N(CH 2 >r 


FAB-MS(Pos.); 461(M + +1) 


234 


20 


AcNH(CH 2 ) 2 - 


FAB-MS(Pos.); 475(M*+1) 


235 


29 


MeS0 2 NH(CH 2 )2- 


FAB-MS(Pos.); 5110VT+1) 


236 


1 


2,2-diMe-l,3-dioxan-5-yl 


FAB-MS(Pos.); 504(M + +1) 


237 ' 


22 


(HOCH 2 ) 2 CH- 


FAB-MS(Pos.); 464{M + +1) 


238 


1 


(MeOCH 2 ) 2 CH- 


FAB-MS(Pos.); 492(1^+1) • 




i 
i 




rAD-Mb(rOS.J; D4o(M +1} 


240 


16 


AcNH(CH 2 ) 3 - 


ESI-MS(Pos); 489 (Nf+l) 


241 


16 


(FCH^CH- 


FAB-MS(Pos); 4680^+1) 




lo 


JrCH 2 CH(Me)- 


FAB-MS(Pos); 450(Nf+l) 


243 


16 


isopropenyl 


FAB-MS(Pos); 430(]Vf +1) 


244 


16 


H 2 C=C(CH 2 F)- 


FAB-MS(Pos); 448(1^+1) 


245 


16 


MeOCH 2 CH(Me)- 


FAB-MS(Pos); 462(1^+1) 


246 


16 


4,4-dimethyl-cHex 


FAB-MS(Pos); 500(^+1) 


247 


16 


AcNHCH 2 CH(Me> 


FAB-MS(Pos); 489(M + +1) 


248 


16 


AcN(Me)(CH 2 ) 2 - 


FAB-MS(Pos); 489(^+1) 


249 


16 


AcN(Me)CH 2 CH(Me> 


FAB-MS(Pos); 503(1^+1) 


250 


1 


3-methylcyclopent-3-en-lyl 


FAB-MS(Pos); 470(M + +1) 


251 


16 


2-THP-OCH 2 CH(Me)- 


ESI-MS(Pos); 532(^+1) 


252 


4 


HOCH 2 CHpvie)- 


FAB-MS(Pos); 448(^+1) 


253 


16 


2,2-diethyl-l,3-dioxan-5-yl 


FAB-MS(Pos); 532(M"+1) 



PCT/JP2004/010781 

80 



Ex 


Svn 


R 


Data 


o 


0 


cPen 


mD-Mb(rOS); 43U(M +1) 








rAD-jyio^FOS); 4Uj(M +1) 


19 


19 
JZ 




rAl3-Mo(rOS); 44U(M. +1) 




0 


ivie 


rArJ-Mb^OSj; 3 /o(A4 +1) 


9^ 
ADD 


0 


iPr 


rAJo-Mo^ros); 4U4(M +1) 


ZOO 


0 


Tin 


rAo-Mc^-rOS); 4dz(M +1) 


9^7 
ZJ / 


0 




CA D TV /TO /T> V /lOOAyf^-LlN 

rAo-M^(FoS); 4oZ(M +1) 


9^R 


o 




rAJ3-Mb(r0S), 43&QM +1) 


Zj2* 


o 


nUoy 

cxiex 


rA13-M2>(ros); 444 (M +1) 




o 




rAJbl-JVlD( i x*OSj; 4Uz(M +1J 




o 


XT.V^^rt2^AA^^^l JV-/xl2" 


rAii-Mb(rOSj; 43o(M +1) 


262 


6 


(1 ,3-dioxolan-2-yl)-CH 2 - 


FAB-MS(Pos); 448(M*+1) 


ZOO 


o 


2-lHP-0-(CH2)2- 


rAB-Mb(ros); 490(M +1) 


ZO*t 


0* 


fry \ o TUP . 

^KJo-lrir 


rAB-MS(Pos); 432(M +1) 


ZOD 


O 




rAB-MS(Pos); 40o(M +1) 


ZOO 






FAB-MS(Pos); 432(M +1) 


267 


6 


cPr 


FAB-MS(Pos); 402(Nf+l) 


9*CQ 
ZOO 


O 


cBu 


FAB-MS(Pos); 416(MT+1) 


zoy- 


o 


tBu 


FAB-MS(Pos); 418(MT+1) 


9*7A 

z/U 


6 


3-THF 


FAB-MS(Pos); 432(R/T+1) 


271 


6 


MeO(CH2h- 


FAB-MS(Pos); 42O0VT+1) 


z/z 


0 


l-Boc-3-pyrr 


FAB-MS(Pos); 531(IvT+l) 


273 


6 


sBu 


FAB-MS(Pos); 418(lVr+l) 


0*7/1 

z/4 


O 


(E1J2CH- 


FAB-MS(Pos); 432(t>/r+l) 


275 


8 


3-pyrr 


Jc,al-JVlo(,rOS_), 4j1(_1V1 +1), 
Sal : HC1 


276 


6 


iPrCH(Me> 


FAB-MS(Pos); 432(1^+1) 


277 


6 


iBuCH(Me> 


FAB-MS(Pos); 446(M + +D 


278 


6 


tBuCH(Me)- 


FAB-MS(Pos); 446(^+1) 


279 


6 


l-Me-3-pyrr 


ESI-MS(Pos); 445(1^+1), 
Sal : HC1 


280 


6 


iBu 


FAB-MS(Pos); 4180^+1) 


281 


6 


oxetan-3-yl 


FAB-MS(Pos); 418(M^+1) 


282 


6 


4-THP 


FAB-MS(Pos); 446(Nf +1) 


283 


6 


l-Ac-3-pyrr 


FAB-MS(Pos); 473(]Vf+l) 


284 


6 


l-MeS0 2 -3-pyrr 


FAB-MS(Pos); 509(M*+1) 


285 


6 


l-Bn-3-pyrr 


FAB-MS(Pos); 521(M + +1) 


286 


6 


l-Me-4-pipe 


FAB-MS(Pos); 459(1^+1) 
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Fy 

l A 


oyi 1 


R 


Data 


287 


6 


Me Me (3aRS,4SR,6RS,6aSR) 


FAB-MS(Pos); 518(1^+1) 


o o o 

288, 


6 


(lRS,2SR,3RS,4SR)-2,3,4-triHO-c 
Pen 


FAB-MS(Pos); 4780T+1) 


289 


6 


1 -Me-azetidin-3 -yl 


FAB-MS(Pos); 431(Ivf+l) 


290 


6 


(1RS,2RS,4SR) 


FAB-MS(Pos); 456(M"+1) 


291 


6 


nPrCH(Me> 


FAB-MS(Pos); 432(M* +1) 


292 


6 


(nPr^CH- 


FAB-MS(Pos); 460(1^+1) 


293 


6 


nPrCH(Et> 


FAB-MS(Pos); 446^+1) 


294 


6 


CFaCHj- 


FAB-MS(Pos); 444(1^+1) 


295 


6 


* /inn 00T> A OT>\ 


FAB-MS(Pos); 4560VT+1) 


zyo 


o 




FAB-MS(Pos); 458(M +1) 


00*7 


o 


cyclopent-3-en- 1 -yl 


FAB-MS(Pos); 428(M +1) 




zr 

o 


l-pipe-iCtfcfc- 


ESI-MS(Pos.); 473 (M +1) 


Zyy 


z: 
o 


MeHNUC-CH2- 


FAB-MS(Pos.); 433(M +1) 




ZT 

o 


/"/I A/fr* 1 OZ-V Z1TJ 

(4-Me- 1 -pipa)-CO-CH2- 


FAB-MS(Pos.); 502(M +l) 




z; 

o 


Z/l -.-A ZZ-1TT \ 


FAB-MS(Pos.); 475(MT+1) 




zr 
O 


1 fk«r«»*» /"PIT \ 

l-pyrr-(CH 2 )2- 


ESl-MS(Pos.); 459(M +1) 




z; 
O 


Me2N(CH2)2- 


FAB-MS(Pos.); 433 (M +l) 




zr 
O 


ACJNH(CJ*2,)2~ 


T? A "P* A /TO ZT> M \ . >t /ll ZTV /ft" 1 "1 \ 

FA13-Mb(Pos.); 447 (M +1) 




zr 
O 


Mea U2N H(Chi2)2- 


FAB-MS(Pos.); 483 (M +1) 




r 
O 


z,z-aiMe- 1 5 j~aioxano-yl 


FAB-MS(Pos.); 476(M +1) 




oo 
zz 


(KOCirl2^2^W- 


FAB-MS(Pos.); 436(M +1) 




zr 
O 


TT 

ri 


CAT* A yfO/T)«i, "\ . O Z'^ZA JT*" i 1 \ 

FAB-Mb(Pos.); 362(M +1) 


309 




^ivAwv-/v^in.2/2^'- n 




310 


6 


(AcNHCHzkCH- 


FAB-MS(Pos.); SlSO^+l) 


311 


6 


AcNH(CH 2 ) 3 - 


FAB-MS(Pos); 461(1^+1) 


312 


6 


FCH 2 CH(Me> 


FAB-MS(Pos); 4220^+1) 


313 


6 


isopropenyl 


FAB-MS(Pos); 402(Nf+l) 


314 


6 


H 2 C=C(CH 2 F)- 


FAB-MS(Pos); 420(M*+1) 


315 


6 


MeOCH 2 CH(Me> 


FAB-MS(Pos); 434(M*+1) 


316 


6 


4,4-dimethyl-cHex . 


FAB-MS(Pos); 472(M + +1) 


317 


6 


AcNHCH 2 CH(Me)- 


ESI-MS(Pos); 461(M + +1) 


318 


6 


AcN(Me)(CH 2 ) 2 - 


FAB-MS(Pos); 461(]Vf +1) 


319 


6 


AcN(Me)CH 2 CH(Me> 


FAB-MS(Pos); 475(1^+1) 


320 


6 


3-methylcyclopent-3-en-lyl 


FAB-MS(Pos); 442(1^+1) 


321 


6 


HOCH 2 CH(Me> 


FAB-MS(Pos); 420(^+1) 


322 


6 


2£-diethyM,3-dioxan-5-yl 


FAB-MS(Pos); 5040^+1) 
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^2 6 




Ex 


Syn 


R 1 


R 2 


R 3 


R 4 


Data 


34 


34 


NHAc 


F 


H 


CChEt 


FAB-MSfPosY 47SCM + +n 


323 


1 


H 


H 


H 


C0 2 Et 


FAB-MSfPosV 400CM + *+n 


324 


1 


H 


Br 


H 


C0 2 Et 


FAB-MSflPosV 478 480^^+1^ 


325 


6 j 


H 


H 


H 


C0 2 H 


FAB-MSfPosV 372(M + -H i 


326 


6 


H 


Br 


H 


C0 2 H 


FAB-MSfPosY 450 452( r M + +1 ^ ' 


327 


1 


H 


Me 


H 


C0 2 Et 


FAB-MSfPosY 4i4(M f +1 i 


328 


6 


H 


Me 


H 


C0 2 H 


FAB-MSrPosV 386(M + -H > . 


329 


1 


H 


F 


CI 


C0 2 Et 


FAB-MSfPosY 452fTvf f +1 > , 


330 


6 


H 


F 


CI 


C0 2 H 


FAB-MS(PosY 424(M + +1'> 


331 


1 


H 


CI 


H 


C0 2 Et 


FAB-MSfPosY 434<M f + 1 ^ 


332 


6 


H 


CI 


H 


C0 2 H 


FAB-MSfPosY 406<M f +l > > 


333 


1 


H 


F 


F 


C0 2 Et 


FAB-MSflPosY 436(M + +Tl 


334 


6 


H 


F 


F 


C0 2 H 


FAB-MS(Pos); 408(M* +1) 


335 


16 


F 


F 


H 


CC^Et 


FAB-MS(Pos); 436(Nf+l) 


336 


6 


F 


F . 


H 


C0 2 H 


FAB-MS(Pos); 408(1^+1) 


337 


16 


OMe 


F 


H 


C0 2 Et 


ESI-MS(Pos); 448(M + +1) 


338 


6 


OMe 


F 


H 


CCbH 


FAB-MS(Pos); 420(lrl + +l) 


339 


16 


NH 2 


F 


H 


CC^Et 


ESI-MS(Pos); 433(M + +1) 


340- 


6 


NH 2 


F 


H 


COjH 


FAB-MS(Pos); 405(^+1) 


341 


16 


NHMe 


F 


H 


CC^Et 


FAB-MS(Pos); 447(M^+1) 


342 


6 


NHMe 


F 


H 


C0 2 H 


FAB-MS(Pos); 419(M*+1) 


343 


16 


NH(cHex) 


F 


H 


C0 2 Et 


FAB-MS(Pos); 515(1^+1) 


344 


6 


NH(cHex) 


F 


H 


C0 2 H 


FAB-MS(Pos); 487(Nf +1) 


345 


6 


NHAc 


F 


H 


C0 2 H 


FAB-MS(Pos); 447(1^+1) 


346 


16 


N(Me)Ac 


F 


H 


C0 2 Et 


FAB-MS(Pos); 531(lvf+l) 


347 


6 


N(Me)Ac 


F 


H 


C0 2 H 


FAB-MS(Pos); 503CM++1) 



PCT/JP2004/010781 

83 



Ex 


Syn 


R 1 


R 2 


R 3 


R 4 


Data 


33 


33 


NMe 2 


F 


H 


C0 2 Et 


FAB-MS(Pos); 503(1^+1) 


348 


16 


F 


F 


H 


CO z Et 


FAB-MS(Pos); 478(M*+1) 


349 


6 


F 


F 


H 


C0 2 H 


FAB-MS(Pos); 450(^+1) 


350 


6 


NMe 2 


F 


H 


C0 2 H 


FAB-MS(Pos); 475(M + +1) 


351 


33 


1-pyrr 


F 


H 


C0 2 Et 


FAB-MS(Pos); 529(M + +1) 


352 


6 


1-pyrr 


F 


H 


C0 2 H 


FAB-MS(Pos); 50KM++1) 


353 


16 


OBn 


F 


H 


C02Et 


ESI-MS(Pos); 566(M"+1) 


354 


18 


OH 


F 


H 


CQiEt 


FAB-MS(Pos); 476(lVf+l) 


355 


6 


OH 


F 


H 


COjH 


FAB-MS(Pos); 448(M*+1) 



m2 8 




Ex 


Syn 


R 1 


R 2 


Data 


8 


8 


4-pipe 


C0 2 H 


FAB-MS(Pos); 391(^+1), 
Sal : HC1 


13 


13 


cHexCH 2 -. 


C0 2 H 


FAB-MS(Pos); 404(M*+1) 


356 




iPr 


C0 2 Et 


FAB-MS(Pos); 378(1^+1) 


357 




tBu 


C0 2 Et 


FAB-MS(Pos); 392(1^+1) 


358 




4-THP 


C0 2 Et 


FAB-MS(Pos); 420(M*+1) 


359 




cPen 


C0 2 Et 


FAB-MS(Pos); 404(1^+1) 


360 




l-Boc-4-pipe 


C0 2 Et 


FAB-MS(Pos); 519(1^+1) 


361 




Ph 


C0 2 Et 


FAB-MS(Pos); 412(^+1) 


362 




cHep 


C0 2 Et 


FAB-MS(Pos); 432(MT+1) 


363 




cOct 


C0 2 Et 


FAB-MS(Pos); 446(1^+1) 


364 




1-Me-cHex 


COaEt 


FAB-MS(Pos); 432(1^+1) 


365 




4-THSP 


C0 2 Et 


FAB-MS(Pos); 436(1^+1) 


366 


14 


l-Me-4-pipe 


C0 2 Et 


FAB-MS(Pos); 433(M"+1) 


367 




4-Me-cIiex 


C0 2 Et . 


FAB-MS(Pos); 432(M + +1) 


368 




4-Me-cHex 


C0 2 Et 


FAB-MS(Pos); 432(1^+1) 


369 




4,4-diF-cHex 


CO z Et 


FAB-MS(Pos); 454(M + +1) 


370 


6 


iPr 


C0 2 H 


FAB-MS(Pos); 350(1^+1) 


371 


6 


tBu 


C0 2 H 


FAB-MS(Pos); 364CM++1) 


372 


6 


4-THP 


C0 2 H 


FAB-MS(Pos); 392(^+1) 


373 


6 


cPen 


COzH 


FAB-MS(Pos); 376(lvf +1) 


374 


6 


l-Boc-4-pipe 


C0 2 H 


FAB-MS(Pos); 491(1^+1) 



t 
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Ex 


Syn 


R 1 


R 2 


Data 


375 


6 


Ph 


C0 2 H 


FAB-MS(Pos); 384(M + +l) 


376 


6 


cHep 


C0 2 H 


FAB-MS(Pos); 404(Nf +1) 


377 


6 


cOct 


C0 2 H 


FAB-MS(Pos); 418(M + +1) 


378 


6 


1-Me-cHex 


C0 2 H 


FAB-MS(Pos); 404(1^+1) 


379 


6 


4-THSP 


C0 2 H 


FAB-MS(Pos); 408(1^+1) 


380 


6 


l-Me-4-pipe 


C0 2 H 


FAB-MS(Pos); 405(M + +1) 


381 


6 


4-Me-cHex 


C0 2 H 


FAB-MS(Pos); 404(M + +1) 


382 


6 


4-Me-cHex 


CC^H 


FAB-MS(Pos); 4040^+1) 


383 


6 


4,4-diF-cHex 


COjH 


FAB-MS(Pos); 426(1^+1) 



^3 O 




Ex 


Syn 


R1 


R2 


Data 


384 


l 


4-THSP 


C0 2 Et 


FAB-MS(Pos); 476(M*+1) 


385 


6 


4-THSP 


C0 2 H 


FAB-MS(Pos); 448(M + +1) 


386 


1 


4,4-diF-cHex 


C0 2 Et 


FAB-MS(Pos); 494CMT+1) 


387 


6 


4,4-diF-cHex 


C0 2 H 


FAB-MS(Pos); 466CM++1) 


388 


1 


3-THP 


C0 2 Et 


FAB-MS(Pos); 460(M* +1) 


389 


6 


3-THP 


C0 2 H 


FAB-MS(Pos); 432(M*+1) 
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H 6 



Ex 


Syn 


R 


Data 


15 


15 




FAB-MS(Pos); 480(M + +l), 
Sal : HBr 


27 


27 


(tBuC0 2 CH 2 0) 2 (0)P-(CH 2 ) 2 NH- 


FAB-MS(Pos); 708(iVf+l) 


390 


16 


(HO-CH 2 CH 2 ) 2 N- 


FAB-MS(Pos); 460CMT+1) 


391 


16 


3-HO-l-pipe 


FAB-MS(Pos); 456(M*"+1) 


392 


16 


HO-(CH 2 ) 3 NH- 


FAB-MS(Pos); 430(M*+1) 


393 


16 


3-(HO-CH 2 )-l-pipe 


FAB-MS(Pos); 470(M*+1) 


394 


16 


2-(HOCH 2 M-pipe 


FAB-MS(Pos); 470(M* +1) 


395 


16 


HO-CH 2 CHOHCH 2 NMe- 


FAB-MS(Pos); 460(M*+iy 


396 


16 


3-HO-l-pyrr 


FAB-MS(Pos); 442(M*+1) 


397 ; 


16 


(S>3-Et02C-2-thiq 


FAB-MS(Pos); 560(M*+1) 


398 


16 


(R^-EtQiC^-thiq 


FAB-MS(Pos); 560(1^+1) 


399 


6 


(S)-3-H0 2 C-2-thiq 


FAB-MS(Pos); 532(M + +1) 


400 


6 


(R>3-H02C-2-thiq 


FAB-MS(Pos); 532(]Vf+l) 


401 


16 


Et0 2 C-CH 2 NMe- 


FAB-MS(Pos); 472(1^+1) 


402 


16 


2-Et0 2 C-l-pyrr 


FAB-MS(Pos); 498(M*+1) 


403 


6 


H02C-CH 2 NMe- 


FAB-MS(Pos); 444(NT+1) 


404" 


6 


2-H02C-l-pyrr 


FAB-MS(Pos); 470(Mf+l) 


405 


1 


(S)-Et0 2 C-CHOH(CH 2 ) 2 NH- 


FAB-MS(Pos); 502(M*+1) 


406 


6 


(S)-H0 2 C-CHOH(CH 2 ) 2 NH- 


FAB-MS(Pos); 474(M*+1) 


407 


16 


4-HO-l-pipe 


FAB-MS(Pos); 456(M*"+1) 


408 


16 


HO-(CH 2 ) 2 NMe- 


FAB-MS(Pos); 430(]Vf+l) 


409 


16 


HO-(CH 2 ) 2 NBn- 


FAB-MS(Pos); 506(M"+1) 


410 


1 


2-Py-(CH 2 ) 2 NH- 


FAB-MS(Pos); 477(M?+1) 


411 


1 


— N ° Me 

H (3aRS,4SR,6RS,6aSR) 


FAB-MS(Pos); 528(M*"+1) 


412 


1 


(EtO) 2 (0)P-(CH 2 ) 2 NH- 


FAB-MS(Pos); 536(]Vf"+l) 


413 


4 


(lRS,2SR,3RS,4SR)-2,3,4-triHO-cPen 


FAB-MS(Pos); 488flN4 + +l) 


414 


1 


(S>tBu0 2 C-CH 2 CH(C0 2 tBu>NH- 


FAB-MS(Pos); 600(1^+1) 


415 


1 


3-Et0 2 C-2-thiq 


FAB-MS(Pos); 560(M"+1) 


416 


1 


(HO) 2 (0)P-0(CH 2 ) 2 NH- 


FAB-MS(Neg); 494(1^-1) 


417 


5 


(S)-H0 2 C-CH 2 CH(C0 2 H>NH- 


FAB-MS(Pos); 488(M*+1) 



PCT/JP2004/010781 

86 



Ex 


Syn 


R 


Data 


418 


1 


H 0"i-Me 

(3aRS,4SR,6RS ? oaSR) 


■ 

FAB-MS(Pos); 572(M*+1) 




6 




FAB-Mb(Pos); 532(M +1) 


420 




(lRS,2SR,3SR,4SR)-2,3-diHO-4-(HO(C 
H 2 )20)-cPen 


FAFUMSfPn«?V s^^ivr^+i^ 

-E\fTJ-J~lV AO y IT \Ji3 Jy JJa^IVI ' I J 


421 


1 


(2-HO-JPh)-NH- 


FAB-MS(Pos); 464(M + +1) 


422 


1 


(3-HO-Ph)-NH- 


FAB-MS(Pos); 464(1^+1) 


423 


1 


(4-HO-Ph>NH- 


FAB-MS(Pos); 464(1^+1) 


424 


1 


(S)-tBu0 2 C-(CH 2 )2CH(C02tBu)-NH- 


FAB-MS(Pos); 614(1^+1) 


425 


5. 


JS)-H0 2 C-(CH 2 )2CH(C02H)-NH- 


FAB-MS(Pos); 502(M + +1) 


426 


1 


(EtO) 2 (b)P-CH(CH 2 cHex)CH 2 NH- 


FAB-MS(Pos); 632(1^+1) 


427 


15 


(HO^^P-CHCCH^Hex)^^- 


FAB-MS(Pos); 576(M^+1) 
Sal : HBr 


428 


1 


(EtO^COP-CHCB^-C^NH- 


FAB-MS(Pos); 626(M*+1) 


429 


7 


(HO) 2 (0)P<:H(Bn>CH 2 NH- 


FAB-MS(Pos); 570(M* +1) 


430 


16 


Et0 2 C-CH 2 NBn- 


FAB-MS(Pos); 548(M*-H) 


431 


6 


H0 2 C-CH 2 NBt> 


FAB-MS(Pos); 520(M + +1) 


432 


16 


Et0 2 C-CH(Bn)NMe- 


FAB-MS(Pos); 562(1^+1) 


433 


6 


HQ 2 C-CH(Bn)NMe- 


FAB-MS(Pos); 534(^+1) 


434 


16 


(BnO) 2 (0)P-(CH?) 2 NH- 


FAB-MS(Pos); 660(]Vr+l) 


435 


24 


(BnO)(HO)(0)P-(CH 2 ) 2 NH- 


FAB-MS(Pos); 570(]S/f+l) 


436 


16 


Et0 2 C-CH(CH 2 OH)NH- 


FAB-MS(Pos); 488(M*+1) 


437 


6 


H0 2 C-CH(CH 2 OH)NH- 


FAB-MS(Pos); 460(M*"+1) 


438 


16 


(S)-Me0 2 C-CH 2 CH(C0 2 tBu)-NH- 


FAB-MS(Pos); 558(Nf+l) 


439 


16 


(S)-Me0 2 C-(CH 2 ) 2 CH(C0 2 tBu)-NH- 


FAB-MS(Pos); 572(TVr , H-l) 


440 


5 


(S)-Me0 2 C-CH 2 CH(C0 2 H)-NH- 


FAB-MS(Pos); 502(Ivf +1) 


441 


5 


(S)-Me0 2 C-(CH 2 ) 2 CH(C0 2 H)-NH- 


FAB-MS(Pos); 516(M*+1) 


442 


18 


(tBuC0 2 CH 2 0)(HO)(0)P-(CH 2 ) 2 NH- 


FAB-MS(Pos); 594(1^+1) 


443 


27 


(tBuC02CH20)CBnOXO)P-(CH2)2NH- 


FAB-MS(Pos); 684(M + +1) 


444 


16 


(S)-tBu0 2 C-(CH 2 ) 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 572(1^+1) 


445 


5 


(S)-H0 2 C-(CH 2 ) 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 51 6(^+1) 


446 


16 


(S)-tBu0 2 C-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 558(lyT+l) 


447 


5 


(S)-H0 2 C-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 502(M + +1) 


448 


1 


4-Et0 2 C-l-pipe 


FAB-MS(Pos); 512(1^+1) 


449 


6 


4-H0 2 C-l-pipe 


FAB-MS(Pos); 484(M*"+1) 


450 


1 


2-thiq 


FAB-MS(Pos); 488(Ivf +1) 


451 


1 


HO-(CH 2 )2NH- 


FAB-MS(Pos); 416(M + +1) 
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^33 



H 6 



Ex 


Syn 


R 


Data 


452 


l 


Et0 2 C-(CH 2 ) 2 NH- 


FAB-MS(Pos);. 4720^+1) 


453 


16 


3-Et0 2 C-l-pipe 


ESI-MS(Pos);5 1 2(M + + 1 ) 


454 


6 


3-H0 2 C-l-pipe 


FAB-MS(Pos); 484(M*"+1) 


455 


6 


H0 2 C-(CH 2 ) 2 NH- 


FAB-MS(Pos); 444(1^+1) 


456 


16 


2-Et0 2 C-l-pipe 


FAB-MS(Pos); 5120VT+1) 


457 


16 


BocNHNH- 


FAB-MS(Pos); 487(1^+1) 


458 


16 


. H 2 N- 


ESI-MS(Pos); 372(M f +l) 


459 


16 


MeHN- 


FAB-MS(Pos); 386(1^+1) 


460 


16 


MezN- 


FAB-MS(Pos); 400(1^+1) 


461 


16 


3-H 2 NOC-2-thiq 


FAB-ESKPos); 531(1^+1) 


462 


8 


H 2 N-NH- 


FAB-MS(Pos); 387(1^+1) 


463 


6 


2-HQ 2 C-l-pipe 


FAB-MS(Pos); 4840^+1) 


! 464 


16 


Et0 2 C-(CH 2 ) 3 NH- 


FAB-MS(Pos); 486(^+1) 


465 


16 


Boc-NH(CH 2 )2NH- 


ESI-MS(Pos); 515(1^+1) 


466 


16 


MezN-^CHz^NH- 


FAB-MS(Pos); 443(1^+1) 


467 


6 


HOzC^CH^NH- 


FAB-MS(Pos); 458(M*+1) 


468 


16 


(SVEtOiC-CGHz^CHCCOzEtVNH- 


FAB-MS(Pos); 558(M*+n 


469 


8 


HzN-CCH^NH- 


FAB-MS(Pos); 415(1^+1), 
Sal : HC1 


470 


16 


3-Me0 2 C-4-mor 


FAB-MS(Pos); 500(1^+1) 


471 


16 


3-(HO-CH 2 )-2-thiq 


FAB-MS(Pos); 518(1^+1) 


472 


16 


(S)-2-Et0 2 C-l-pipe 


FAB-MS(Pos); 512(M + +D 


473 


6 


3-H0 2 C-4-mor 


FAB-MS(Pos); 486(M*"+1) 


474 


6 


(S)-2-H0 2 C-l-pipe 


FAB-MS(Pos); 484(1^+1) 


475 


16 


(R)-2-Et0 2 C-l-pipe 


FAB-MS(Pos); 512(1^+1) 


476 


6 


(R)-2-H0 2 C-l-pipe 


FAB-MS(Pos); 484(1^+1) 


477 


1 


2-((EtO) 2 (0)P-CH 2 )- 1 -pipe 


FAB-MS(Pos); 590(M + +1) 


478 


7 


2-((HO) 2 (0)P-CH 2 )-l -pipe 


FAB-MS(Pos.); 534(M + +l) 
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Ex 


Syn 


R 


Data 


23 


16,23 


(R)-Me0 2 C-CH(CH 2 -(3 -Py))-NH- 


FAB-MS(Pos); 537(1^+1), 
Sal : HC1 


28 


28 


H0 2 C-C(Me) 2 -NH- 


EAB-MS(Pos); 460(1^+1) 


479 


16 


3-Et0 2 C-2-thiq 


FAB-MSCPos); 562(M**+1) 


480 


6 


3-H0 2 C-2-thiq 


FAB-MSCPos); 534(M*+1) 


481 


16 i 


(EtO) 2 (0)P-(CH 2 ) 2 -NH- 


FAB-MSCPos); 5380^+1) 


482 


7 


(HOMO^-CCHzVNH- 


FAB-MSCPos); 4820^+1) 


483 


16 


(S>Et02C-(CH 2 )2CH(C02Et)-NH- 


FAB-MS(Pos); 560(M*+1) 


484 


16 


Et0 2 C-CH(CH 2 OH>NH- 


FAB-MS(Pos); 490(M + +1). 


485 


6 


(S>H02C-(CH 2 )2CH(C02H)-NH- 


FAB-MS(Pos); 5040^+1) 


486 


6 


(R)-H02C-CH(CH 2 -(3-Py)>NH- 


FAB-MS(Pos); 523(^+1) 


487 


16 


(S>Me0 2 C-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 518CMN-1) 


488 


16 


(R)-Me0 2 C-CH(Bn>NH- 


FAB-MSCPos); 484CM*+1) 


489 


16 


(R>Me0 2 C-CH(iBu)-NH- 


FAB-MSCPos); 5020^+1). 4 


490 


16 


(R)-Me02C-CH(Me)-NH- _j 


FAB-MS(Pos); 460CM*+1) 


491 


6 


H0 2 C-CH(CH 2 OH)-NH- 


FAB-MS(Pos); 462(M^+1) 


492 


6 


(SVHC^C-CHjCHCCC^HVNH- 


FAB-MSCPos); 490CM*+1) 


493. 


6 


(R>H02C-CH(Bn>NH- 


FAB-MS(Pos); 522CM*+1) 


494 


6 


(R>H0 2 C-CH 2 CH(C02H>NH- 


FAB-MS(Pos); 490(1^+1) 


495 


6 


(S)-H0 2 C-CH(iBu)-NH- 


FAB-MSCPos); 488CM + +1) 


496 


16 


(R)-H0 2 C-CH(iPr)-NH- 


FAB-MS(Pos); 488CM + +1) 


497 


16 


(S)-Me0 2 C-CH 2 CH(C0 2 tBu)-NH- 


FAB-MSCPos); 560(M?+1) 


498 


16 


(R)-Me0 2 C-(CH 2 ) 2 CH(C0 2 Me)-NH- 


FAB-MSCPos); 532(M*" +1) 


499 


16 


(S)-Me0 2 C-(CH 2 ) 2 CH(C0 2 tBu)-NH- 


FAB-MSCPos); 574(3Vf+l) 


500 


16 


(R)-Et0 2 C-CH(tBu)-NH- 


FAB-MS(Pos); 516(1^+1) 








ESI-MS(Pos);518(M + +l) 
Sal : HBr 


502 


16 


(R)-Me0 2 C-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 518(1^+1) 


503 


5 


(S)-Me0 2 C-CH 2 CH(C0 2 H)-NH- 


FAB-MSCPos); 5040VT+1) 


504 


5 


(S)-Me0 2 C-(CH 2 ) 2 CH(C0 2 H)-NH- 


FAB-MSCPos); 5180^+1) 


505 


16 


(S)-Me0 2 C-CH(iBu)-NH- 


FAB-MSCPos); 5Q2(M*+l) 


506 


28 


(R)-H0 2 C-CH(tBu)-NH- 


FAB-MSCPos); 488CM + +1) 


507 


6 


(R)-H0 2 C-CH(iBu>NH- 


FAB-MSCPos); 488CM*+1) 


508 


16 


(l-Me0 2 C-cPen)-NH- 


FAB-MSCPos); 500CM*+1) 


509 


28 


(l-H0 2 C-cPen)-NH- 


FAB-MSCPos); 486(Nf+l) 


510 


6 


(R)-H0 2 C-CH(Me)-NH- 


FAB-MSCPos); 446(^+1) 


511 


6 


(R)-H0 2 C-CH(iPr)-NH- 


FAB-MSCPos); 474CM + +1) 


512 


16 


(S)-tBu0 2 C-(CH 2 ) 2 CH(C0 2 Me)-NH- 


FAB-MSCPos); 574CM++1) 


513 


5 


(S)-H0 2 C-(CH 2 ) 2 CH(C0 2 Me)-NH- 


FAB-MSCPos); 518CMN-1) 


514 


16 


(S)-tBu0 2 C-CH 2 CH(C0 2 Me)-NH- 


FAB-MSCPos); 560CM++1) 
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^3 5 



Me Me 



Ex 


Syn 


R 


Data 


515 


5 


(S)-H0 2 C-CH 2 CH(C0 2 Me)-NH- 


FAB-MS(Pos); 504CM*+1) 


516 


6 


(R)-H0 2 C-(CH 2 )2CH(C0 2 H)-NH- 


FAB-MS(Pos); 504(1^+1) 


517 


1 


2-((EtOWO)P-CH 2 >l -pipe 


FAB-MS(Pos); 592^+1) 


518 


7 


2-((HO) 2 (0)P-CH 2 )-l-pipe 


FAB-MS(Pos.); 536CM++1) 


519 


1 


(EtO) 2 (0)P-CH 2 NH- 


FAB-MS(Pos.); 524(M*+1) 


520 


1 


(EtO) 2 (0)P-(CH 2 ) 3 NH- 


FAB-MS(Pos.); 552CM++1) 


521 


15 


(HO) 2 (0)P-CH2NH- 


ESI-MS(Pos.); 468(M"+1) 
Sal : HBr 


522 


15 


(HO) 2 (0)P-CCH 2 )3NH- 


ESI-MS(Pos.); 496(M*+1) 
Sal : HBr 


523 


16 


(EtO)2(0)P-CF 2 .CH 2 NH- 


FAB-MS(Pos); 


574CM + +1) 


524 


16 


EtOzC-CCH^NH- 


FAB-MSCPos); 


474CM + +1) 


525 


6 


HOzC-CCH^NH- 


FAB-MSCPos) 


, 446CM + +1) 


526 


6 


HCbC-CCH^NH- 


FAB-MSCPos), 


, 460CM + +1) 


527 


7 


(HOKOP-CCMeyrC^NH- 


FAB-MS(Pos). 


,510^+1) 


528 


16 


CEtOMO^-CCMe^-CI^NH- 


FAB-MS(Pos) 


; 566CM++1) 


529 


16 


(SyEtOzC-CCHziBCHCCOzEtVNH- 


FAB-MSCPos) 


; 574CM + +1) 


539 


6 


(S)-H02C-(CH 2 )3CH(C0 2 H)-NH- 


FAB-MS(Pos) 


; 518(^+1) 


531 


16 


CEtOjC-CH^N- 


FAB-MS(Pos) 


; 546CM + +1) 


532 


6 


(HQjC-CH^N- 


FAB-MSCPos) 


; 476CM + +1) 


533 


16 


(2-oxo-3-THF)-NH- 


FAB-MS(Pos) 


; 458CM""+1) 


534 


6 


HO-(CH 2 ) 2 CH(C0 2 H)-NH- 


FAB-MSCPos) 


; 476CM + +1) 


535 


16 


(2,2-diMe- 1 ,3-dioxolan-4-y 1)-CH 2 NH- 


FAB-MS(Pos) 


; 488CM*"+1) 


536 


4 


HO-CH 2 CH(OH)CH 2 -NH- 


FAB-MSCPos) 


, 448CM + +1) 


537 


16 


3-Et0 2 C-cHex-NH- 


FAB-MSCPos) 


; 528CM + +1) 


538 


6 


3-H0 2 C-cHex-NH- . 


FAB-MS(Pos) 


; SOOCM^+l) 


539 


16 


(Et0 2 CCH 2 ) 2 CHNH- 


FAB-MSCPos) 


; 5600^+1) 


540 


6 


(H0 2 CCH 2 ) 2 CHNH- 


FAB-MSCPos) 


; 504CM + +1) 


541 


16 


H0 2 C-(CH 2 ) 4 -NH- 


FAB-MSCPos) 


; 474CM + +1) 


542 


16 


(S)-H0 2 CCHOH(CH 2 ) 2 NH- 


FAB-MSCPos) 


; 476CM + +1) 


543 


16 


Et0 2 C-(CH 2 )3NH- 


FAB-MSCPos) 


;488CM + +1) 


544 


16 


Me0 2 C-C(Me) 2 -NH- 


FAB-MSCPos) 


; 474CM + +1) 


545 


16 


(EtO) 2 (0)P-3-pipe- 


FAB-MSCPos) 


; 578CM + +1) 


546 


7 


(HO) 2 (0)P-3-pipe- 


FAB-MSCPos) 


; 522(^^+1) 
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^3 6 

oca!/*' 

H r1 



Ex 


Syn 


R 1 


R 2 


Data 


1 o 


1 R 
1 o 


2,2-diMe-l ,3-dioxan 
-5-yl 




rAJo-Mb^rOS.); 52o(M +1) 


22 


22 


(HO-CH 2 ) 2 CH- 


(HO) 2 (0)P-(CH 2 ) 2 NH- 


FAB-MS(Pos.); 4860VT+1) 


547 


16 


(S)-3-THF 


HO-(CH 2 ) 3 NH- 


FAB-MS(Pos); 432(M*+l) 


548 


16 


(R)- 3-THF 


HO-(CH 2 ) 3 NH- 


FAB-MS(Pos); 432(M*" +1) 


S49 


If? 






FAB-MS(Pos); 459(1^+1) 
Sal : HC1 


550 


1 


l-Me-3-pyrr 


HO-(CH 2 ) 3 NH- 


FAB-MS(Pos); 445(lvf+l), 
Sal : HC1 


551 


1 


iPr 


(EtO)2(0)P-(CH2)2NH- 


FAB-MS(Pos); 510(1^+1) 


552 


1 


(S>3-THF 


MezN- 


FAB-MS(Pos); 402(M*+1") 


553 


15 


iPr 


(HO)2(0)P-(CH2)2NH- 


FAB-MS(Pos); 454^+1 ), 
Sal : HBr 


554 


1 


l-Me-3-pyrr 


(EtO)2(0)P-(CH 2 )2NH- 


FAB-MS(Pos); 5 1 1 (M"+l) 


555 


1 


(Sy 3-THF 


(BnOMOP-CCHz^NH- 


ESI-MS(Pos); 662CM++1.) 


556 


18 


(S)- 3-THF 


(HO) 2 (0)P-(CH 2 )2NH- 


FAB-MS(Pos); 482flvf+n 


JJ / 


1 c 


l-Me-3-pyrr 


/T T/"V\ /V""V\T* /riTT \ \TTT 

(HO)2(0)P-(CH2)2NH- 


FAB-MS(Pos); 495(M*+1), 
Sal : HBr 


558 


1 


(R> 3-THF 


(BnO^OP-CCHz^NH- 


FAB-MS(Pos); 662(Mf+l) 


559 


18 


(R> 3-THF 


(HOMOP-CCHz^NH- 


FAB-MS(Pos); 482(1^+1) 




1,23 


l-Me-4-pipe 


3-Et0 2 C-2-thiq 


FAB-MS(Pos); 589(1^+1), 
Sal : HC1 






1 -lYlC-*+-pipc 


z-JDivj2^'~ J -pipe 


FAB-MS(Pos); 541(M + +1), 
Sal : HC1 


562 


6 


l-Me-4-pipe 


3-H0 2 C-2-thiq 


FAB-MS(Pos); 561(1^+1), 
Sal : HC1 


563 


6 


l-Me-4-pipe 


2-H0 2 C-l-pipe 


FAB-MS(Pos); 513(1^+1), 
Sal : HC1 


564 


1,23 


(S)-l-Me-3-pyrr 


(S)-3-Et0 2 C-2-thiq 


FAB-MS(Pos); 575(1^+1), 
Sal : HC1 


565 


1,23 


(S)-l-Me-3-pyrr 


(R)-3-Et0 2 C-2-thiq 


FAB-MS(Pos); 575(M + +1), 
Sal : HC1 


566 


6 


(S)-l-Me-3-pyrr 


(S)-3-H0 2 C-2-thiq 


FAB-MS(Pos); 547(Mf+l), 
Sal : HC1 


567 


1,23 


(R)-l-Me-3-pyrr 


(S)-3-Et0 2 C-2-thiq 


FAB-MS(Pos); 575(M"+1), 
Sal : HC1 
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^3 7 



r2 

R 



Ex 


Syn 


_ 1 

R 


R 


Data 




1 9^ 


^rv 1 -ivie- j py i r 


HJU Pt0^r , _7 thin 


FAB-MS(Pos); 575(M f +l), 
Sal : HC1 


569 


A 

V 


(SV1 -Mp-^-nvrr 




FAB-MS(Pos); 547(1^+1), 
Sal : HC1 


570 


6 




( S VI -HfVr-2-thia 


FAB-MS(Pos); 547(^+1), 
Sal : HC1 


571 


6 


fRV 1 -M e-3 -nvrr 


rRV3 -HCVC-2-thia 


FAB-MS(Pos); 547(1^+1), 
Sal : HC1 


572 


1 


(S>3-THF 


(S)-3-EtCbC-2-thiq 


FAB-MS(Pos); 562(]Vf+l) 


573 


1 


(S)-3-THF 


,(R>3-Et0 2 C-2-thiq 


FAB-MS(Pos); 562(M + +1) 


574 


1 


(R)-3-THF 


(S)-3-Et0 2 C-2-thiq 


FAB-MS(Pos); 562(lVf +1) 


575 


1 


(R>3-THF 


(R>3-EtC>2C-2-thiq 


FAB-MS(Pos); 562(M^+1) 


576 


6 


(R> 3-THF 


(S)-3-H0 2 C-2-thiq 


FAB-MS(Pos); 534GVT>1) 


577 


6 


(S> 3-THF 


(S)-3-H02C-2-thiq 


FAB-MS(Pos); 534(1^+1) 


578 


6 


(R>3-THF 


(R>3-H0 2 C-2-thig 


FAB-MS(Pos); 534(M*+D 


579 


1 


3-THF 


H 2 N- 


FAB-MS(Pos); 374(M*"+1) 


580 


6 


(S>3-THF 


(R>3-H02C-2-1hiq 


FAB-MS(Pos); 534(IVf +1) 


581 


1 


sBu 


3-Et0 2 C-2-thiq 


FAB-MS(Pos); 548(M*+1) 


582 


1 


sBu 


(EtOaCOP-CCH^NH- 


FAB-MS(Pos); 524(M*+1) 


583* 


7 


sBu 


(HOMO)P-(CH 2 ) 2 NH- 


FAB-MS(Pos); 468(M*+1) 


584 


4 


sBu 


(lRS 5 2SR,3SR,4SR)-2,3-di 
HO-4-HO(CH 2 )20-cPen 


FAB-MS(Pos); 520(1^+1) 


585 


6 


sBu 


3-H0 2 C-2-thiq 


FAB-MS(Pos); 520(M + +1) 


586 


16 


iPr 


3-Et0 2 C-2-thiq 


FAB-MS(Pos); 534(M f +l) 


587 


6 


iPr 


3-H0 2 C-2-thiq 


FAB-MS(Pos); 506(Mf+l) 


588 


1 


sBu 


H o—f-Me 
Me 

(3aRS,4SR,6RS,6aSR) 


FAB-MS(Pos); 560(1^+1) 


589 


1 


2,2-diMe- 1 ,3 -dioxan 
-5-yl 


(BnO) 2 (0)P-(CH 2 ) 2 NH- 


FAB-MS(Pos); 706(1^+1) 


590 


1 


2,2-diMe-l,3-dioxan 
-5-yl 


HO-(CH 2 ) 3 NH- 


FAB-MS(Pos.); 476(1^+1) 


591 


22 


(HO-CH 2 ) 2 CH- 


HO-(CH 2 ) 3 NH- 


FAB-MS(Pos.); 436(M*+1) 


592 


1 


l-Me-4-pipe 


(2-HO-Ph)-NH- 


FAB-MS(Pos); 493GVT+1) 
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^3 8 



H R 1 



Ex 


Svn 


R 1 


R 2 


L/dla 


593 


16 


AcNH(CH 2 ) 2 - 


3-Et0 2 C-2-thiq 


FAB-MS(Pos); ~577(M + + 1 ) 


594 


6 


AcNH(CH 2 ) 2 - 


3-H0 2 C-2-thiq 


FAB-MS(Pos); 5490MT+1) 


595 


1 


l-Me-3-pyrr 


(2-HO-Ph)-N- 


FAB-MS(Pos); 479(1^+1), 
Sal : HC1 


596 


16 


-<z> 

(1RS,2RS,4SR) 


(S)-Et0 2 C-(CH 2 )2.CH(C0 2 Et)-NH- 


FAB-MS(Pos); 584(Nf+l) 


597 


6 


(1RS,2RS,4SR) 


(S)-H02C-(CH 2 )2-CH(C0 2 H)-NH- 


FAB-MS(Pos); 528(^+1) 



S3 9 



Me Me 



EX 


Syn 


R 


Data 


598 


l 


C0 2 Et 


ESI-MS(Neg); 431(MM) 


599 


6 


C0 2 H 


FAB-MS(Pos); 405(M + +1) 



PCT/JP2004/010781 

93 



Ex 


Syn 


-R 1 -R 2 - 


R 3 


Data 


600 


16 


-CH=CH-CH=CH- 


C0 2 Et 


FAB-MS(Pos); 440avf+l) ■ 


601 


6 


-CH=CH-CH=CH- 


C0 2 H 


FAB-MS(Pos); 412CM++1) 


602 


16 


-(CH 2 ) 4 - 


C0 2 Et 


FAB-MS(Pos); 444CM + +1) 


603 


6 


-(CH 2 ) 4 - 


COzH 


FAB-MS(Pos); 416CM++1) 


604 


16 


-C^CHsMCHj),- 


C0 2 Et 


FAB-MS(Pos); 442(M"+1) 


605 


6 


-C(=CH 2 MCH 2 ) 2 - 


C0 2 H 


FAB-MS(Pos); 414CM 4 " +1) 


606 


16 


-CH(MeHCH 2 h- 


COzEt 


FAB-MS(Pos); 444CM + +1) 


607 


6 


-CHCMeHCH^- 


co 2 u 


FAB-MS(Pos); 416(1^+1) 


608 


16 


-(CH 2 ) 3 - 


COiEt 


FAB-MS(Pos); 430(M"+1) 


609 


6 


<CH 2 ) 3 - 


COzH 


FAB-MS(Pos); 402CM++1) 


610 


16 


-CHz-CC^^HCH^- 


C0 2 Et 


FAB-MS(Pos); 456CM++1) 


611 


6 


-CHz-CC^^KCH^- 


COjH 


FAB-MS(Pos); 428CM++1) 


612 


16 


-CH 2 -CH(MeKCH 2 )2- 


CC^Et 


FAB-MSCPos); 4S8CM*+1) 


613 


6 


-CH 2 -CH(Me)-(CH 2 )2- 


COzH 


FAB-MS(Pos); 430CM++1) 



^4 1 




Ex 


Syn 


R 1 


R 2 


A 


R 3 


Data 


614 


16 


F 


cPen 


CMe 


Et0 2 C-CH 2 - 


FAB-MS(Pos); 472(M"+1) 


615 


6 


F 


cPen 


CMe 


H0 2 C-CH 2 - 


FAB-MS(Pos); 444(M*+1) 


616 


1 


F 


Et 


N 


Et0 2 C-CH 2 - 


FAB-MSCPos.); 419(M*+1) 


617 


6 


F 


Et 


N. 


H0 2 C-CH 2 - 


FAB-MS(Pos-); 391(M + +1) 


618 


1 


F 


Et 


N 


(EtO)2(0)P-(CH 2 ) 2 - 


FAB-MS(Pos); 497(M + +1) 


619 


15 


F 


Et 


N 


(HO)2(0)P-(CH 2 ) 2 - 


ESI-MS(Pos.); 441(M*+1), 
Sal : HBr 


620 


16 


OEt 


Et 


N 


Et0 2 C-CH 2 - 


FAB-MS(Pos); 445{lVf +1) 


621 


6 


OEt 


Et 


N 


H0 2 C-CH 2 - 


FAB-MS(Pos.); 417CM++1) 


622 


16 


F 


cPen 


N 


Et0 2 C-CH 2 - 


FAB-MSCPos); 459(M"+1) 


623 


6 


F 


cPen 


N 


H0 2 C-CH 2 - 


FAB-MSCPos); 431(M + +1) 


624 


16 


F 


(Et) 2 CH- 


N 


Et0 2 C-CH 2 - 


FAB-MS(Pos); 461(M + +1) 


625 


6 


F 


(Et) 2 CH- 


N 


H0 2 C-CH 2 - 


FAB-MSCPos); 433CM + +1) 


626 


16 


F 


(Et) 2 CH- 


N 


(EtO) 2 (0)P-(CH 2 ) 2 - 


FAB-MSCPos); 539(M + +1) 


627 


7 


F 


(Et) 2 CH- 


N 


(HO) 2 (0)P-(CH 2 ) 2 - 


FAB-MSCPos); 483CM*+1) 


628 


16 


F 


(BQjCH- 


N 


(S>Et0 2 C-(CH 2 ) 2 C 
H(C0 2 Et> 


FAB-MSCPos); 56^+1) 


629 


6 


F 


(EfhCH- 


N 


(S)-H0 2 C-(CH2) 2 CH 
(C02H> 


FAB-MSCPos); 505CM*+1) 
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^4 2 



Ex 


Data 


6 


NMR(DMSO-d 6 ) 8; 1.10-1.25(m,lH), 1.27-1.50(m,4H), 1.61-1.70(m,lH), 1.72-1.85 
(m,6H), 1.85-2.01(m,4H), 2.19-2.32(m,2H), 3.50-3.63(m,lH), 4.05(d,J=5.4Hz,2H), 
5.12-5.22(m,lH), 6:33(dd,J=2.0,8.3Hz,lH), 6.85(d,J=7.3Hz,lH), 7.79(d,J=12.2Hz,l 
H), 8.60(s,lH), 10.32(t,J=5.4Hz,lH), 12.64Cbrs.lH) 


7 


NMRCDMSO-dg) 8; l.ll-1.24(m,lH), 1.27-L48(m,7H), 1.60-1.69(m,lH), 1.71-1.89 
(m,4H), 1.92-2.00(m,2H), 3.44-3.62(m,3H) 5 4.43(q,J=7.0Hz,2H), 6.29(d,J=6.4Hz,l 
H), 6.70(d,J=7.4Hz,lH), 7.75(d,J=12.2Hz,lH), 8.65(s,lH), 10.16(t,J=5.9Hz,lH) 


15 


NMRCDMSO-dfi) 8; 1.10-1.24(m,lH), L27-1.50(m,4H), 1.60-1.70(m,lH), 1.71-2.00 
(m,12H), 2.18-2.32(m,2H), 3.44-3.64(m,3H), 5.10-5.25(m,lH), 6.86(d,J=7.3Hz,lH), 
7.76(dJ=12.2Hz,lH), 8.62(s,lH), 10.14(brs,lH) 


15 


NMR(DMSO-d 6 ) 8; 1.10-1.24(m,lH), 1.25-1.50(111,715), 1.51-1.56(s,3H), 1.60-1.69 
(m,lH), 1.71-2.02(m,6H), 3.40-3.57(m,3H), 4.02(d,J=13.2Hz,2H), 4.50(d J=13 2Hz.2 
H), 4.72-4.78(m,lH), 6.29(d,J=8.3Hz,lH), 6.58(d,J=6.8Hz,lH), 7.79(d,J=l 2.2Hz, 1 
H), 9.54(s,lH), 10.14(t,J=5.8Hz,lH) 


22 


NMR(DMSO-d6) 8; 1.09-1.23(m,lH), 1.24-1.48(m,4H), 1.59-1.68(m,lH), 1.70-1.98 
(m,6H), 3.38-3.61(m,3H), 3.75-3.92(m,4H), 4.80-4.93(m,lH), 5.13(brs,2H), 6.21(dJ 
=7.8Hz,lH), 6.85(d,J=7.3Hz,lH), 7.77(d,J=12.2Hz,lH), 8.69(s,lH), 10.1 9ft J=5.8Hz, 
1H) 


161 


NMR(DMSO-d 6 ) 8; 1.10-1.25(m,lH), 1.27-1.49(m,7H), 1.60-1.69(m,lH), 1.72-1.80 
(m,2H), 1.91-2.00(m,2H), 3.51-3.62(m,lH), 4.05(d,J=5.4Hz.2H). 4 43ra J=6 9Hz.2 
H), 6.31(dd,J=2.4,8.3Hz,lH), 6.71(d,J=7.4Hz,lH), 7.77(d,J=12.2Hz,lH), 8.65(s,lH), 
10.35(t,J=5.4Hz,lH), 12.63(brs,lH) 


255 


NMR(DMSO-d 6 ) 8; 1.10-1.25(m,lH), 1.27-1.49(m,4H), 1.50(d,J=6.8Hz,6H), 1.60-1. 
70(m,lH), 1.71-1.80(m,2H), 1.91-2.00(m,2H), 3.53-3.65(m,lH), 4.05(d,J=5.4Hz,2H), 
5.12(quintet,J=6.8Hz,lH), 6.30(dd s J=2.5,8.3Hz,lH), 6.87(d,J=6.9Hz,lH), 7.80(d,J=l 
2.2Hz,lH), 8.65(s,lH), 10.34(t,J=5.4Hz,lH), 12.62(brs,lH) 


259 


NMR(DMSO-d 6 ) 8; 1.10-1.25(m,lH), 1.23-1.48(m,5H), 1.53-1. 8 l(m,8H), 1.85-1.94 
(m,2H), 1.94-2.02(m,2H), 2.04-2. 13(m,2H), 3.50-3.64(m,lH), 4.05(d,J=5.4Hz,2H), 
4.56-4.67(m,lH), 6.39(dd,J=2.0,8.0Hz,lH), 6.78(d,J=7.4Hz,lH), 7.79(d,J=12.7Hz,l 
H), 8.64(s,lH), 10.33(t,J=5.4Hz,lH), 12.63(brs,lH) 


406 


NMR(DMSO-d 6 ) 8; 1.12-1.24(m,lH), 1.26-1.49(m.4H), 1.59-2.00(m,13H), 2.18-2.2 
9(m,2H),3.36-3.48(m,2H), 3.50-3.61 (m,lH), 3.94-4.06(m,lH), 5.10-5.21(m,lH), 5.33 
(brs,lH), 6.31(d,lH,J=6.9Hz), 6.84(d,J=6.9Hz,lH), 7.77(d,J=12.2Hz,lH), 8.62(s,lH), 
10.14(U=5.9Hz,lH), 12.45(brs,lH) 


416 


NMR(DMSO-dfi) 8; 1.10-1.24(m,lH), 1.27-1.50(m,4H), 1.60-1. 70(m,lH), 1.71-2.00 
(m,10H), 2.19-2.31(m,2H), 3.50-3.63(m,3H), 3.87-3.96(m,2H), 5.11-5.22(m,lH), 6.3 
2(d,J=6.8Hz,lH), 6.85(d,J=7.3Hz,lH), 7.78(d,J-12.2Hz,lH), 8.62(s,lH), 10.22(t,J=5. 
8Hz,lH) 
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^4 3 



Ex 


Data 


417 


NMR(DMSO-d 6 ) 5; 1.10-1.24(m,lH), 1.27-1.50(m,4H), 1.60-1.70(m,lH), 1.71-2.00 
(m,10H), 2.18-2.33(m,2H), 2.72-2. 88(m,2H), 3.50-3.66(m,lH), 4.75-4.82(ro,lH), 5.1 
l-5.21(m,lH), 6.30(brs,lH), 6.85(d,J=7.3Hz,lH), 7.77(dJ=12.2Hz,lH), 8.60(s,lH), 
10.59(d,J=7.8Hz,lH) 


419 


NMR(DMSO-d«, 80V) 8; l.l5-1.28(m,lH), 1.30-1.50(m,4H), 1.60-1.69(m,lH), 1.7 
0-2.02(m,10H), 2.15-2.30(m,2H), 2.95-3.30(m,2H), 3.48-3.65(m,lH), 4.05(brs,lH), 
4.49(brs,lH), 4.60-5.10(m,2H), S.82(brd,J=6.4Hz,lH), 6.82(d,J=6.8Hz,lH), 7.16(brs, 
4H), 7.74(d,J=12.7Hz,lH), 7.89(s,lH) 12.48ft>rs 1H> 


425 


NMR(DMSO-d 6 ) 8; 1.10-1.25(m,lH), 1.27-1.50(m,4H), 1.60-1.70(m,lH), 1.71-2.00 
(m,HH), 2.04-2.15(m,lH), 2.20-2.33(m,4H), 3.52-3.64(m,lH), 4.48-4.56(m,lH), 5.1 
2-5.21(m,lH\ 6.34fbrd,J=6.4Hz,lH). 6 85fd J=6 8Hz 1H> 7 79<"d J=12 2H7 1H1 X S 
9(s,lH), 10.48(d,J=7.8Hz,lH)12.50(brs,2H) 


429 


NMR(DMSO-d 6 ) 5; 1.12-1.24(m,lH), 1.26-1.48(m,4H), 1.60-1.68(m,lH), 1.71-1.99 
(m,12H), 2.18-2.30(m,2H), 2.88(dd,J=7.4,13.7Hz,lH), 3.12(dd,J=5.4,13.7Hz,lH), 3.5 
0-3.62(th,lH\ 4.38-4.51fm.lH) 5 10-5 18fm 1H1 6 30fd J=6 3Hz 1FTi 6 RVH t=7 -* 
Hz,lH), 7.14-7.30(m,5H), 7.75(d,J=12.2Hz,lH), 8.57(s,lH), 10.18(d,J=7.8Hz,lH) 


482 


NMR(DMSO-d«) 8; 0.77(U=7.4Hz,6H), 1.12-1.52(m,5H), 1.61-2.00(m,llH), 3.44- 
3.55(m,2H), 3.58-3.70(m,lH), 4.80-4.90(m,lH), 6.26(d,J=6.8H,lH), 6.93(d,J=6.8Hz, 
1H), 7.77(d,J=12.2Hz,lH), 8.51(s,lHV 10.16ftJ=5 6Hz. 1H) 


485 


NMR(DMSO-ds) 8; 0.74-0.82(m s 6H), l.ll-1.52(m,5H), 1.60-1.98(m,10H), 2.05-2.1 
5(m,lH), 2.23-2.37(m£H), 3.60-3.75(m,lH), 4.48-4.56(m,lH), 4.80-4.92(m,iH), 6.3 
0(dJ=6.8H,lH), 6.94(d,J=6.9Hz.lH\ 7 80fd.J=12 2Hz.lH> 8 50fs ITTi 10 51fH T=7 
8Hz, 1H), 12.49(bre,2H) 


492" 


NMRflDMSO-d*) 8; 0.78(t,J=7.3Hz,6H), l.ll-1.51(m,5H), 1.62-1.98(m,9H), 2.75(d 
<LJ=5.4.16.6Hz.lH). 2 84fdd J=5 6 16 6Hz.1W> 3 60-3 7Vm \VT\ A 7 d-d Qnrm 9m 
6.28(d,J=6.8H,lH), 6.93(d,J=6.8Hz,lH), 7.78(d,J=l 2.2Hz, 1H), 8.51(s,lH), 10.62(d,J 
=8.3Hz,lH), 12.68(brs,2H) 


501 


NMR(DMSO-4A 8 - 0 78ft J=7 3Hz 6H1 1 1 0-1 50ftn 1 ftfifm QU\ i &c\ 
70(m,lH), 3.80-4.05(m,2H), 4.80-4.93(m,lH), 6.95(d,J=6.8Hz,lH), 7.79(d,J=12.3Hz, 
1H), 8.54(s,lH), 10.48(t,J=5.8Hz,lH) 


522 


NMR(DMSO-d fi ") 5; 0.78ft J=7 4Hz 6H) 1 11-1 50ftn 5H^ 1 51-2 00(m nm ^ ^4. 
3.39(m s 2H), 3.60-3.70(m,lH), 4.80-4.90(m,lH), 6.94(d,J=6.9Hz,lH) > 7.79(d,J=12.2H 
z,lH), 8.53(s,lH), 10.16ftJ=5.6Hz,lH) 


527 


NMR(DMSO-d 6 , 80°C) 8; 0.79(t,J=7.3Hz,6H), 1.01(d 5 J=13.7Hz,6H), 1.13-1.48(ra,5 
H), 1.58-1.97(m,9H), 3.25-3.45(01,2^, 3.54(brs,lH), 4.65(brs,lH), 5.70-5.84(m,l 
H), 6.82(d,J=6.8Hz,lH), 7.92(d,J=12.6Hz,lH), 8.52(s,lH), 10.05(brs,lH) 


553 


NMR(DMSO-d 6 ) 8; 1.10-1.25(m,lH), 1.27-1.50(m,4H), 1.51(d,J=6.3Hz,6H), 1.60-1. 
70(m,lH), 1.71-1.80(m,2H), 1.81-1.99(m,4H), 3.45-3.56(m,2H), 3.56-3.66(m,lH), 5. 
07-5.20(m,lH), 6.88(d,J=7.3Hz,lH), 7.78(d,J=12.2Hz,lH), 8.69(s,lH), 10.15(brs,lH) 


556 


NMR(DMSO-d 6 ) 8; 1.10-1.50(m,5H), 1.60-1.70(m,lH), 1.70-1.90(m,4H), 1.90-2.02 
(m,2H), 2.05-2. 17(m,lH), 2.55-2.67(m,lH), 3.42-3.59(m,3H), 3.76-3.84(m ; lH), 3.88 
-3.96(m,lH), 4.02-4.11(m,lH), 4.22-4.30(m,lH), 5.45(brs,lH), 6.34(brd,J=5.9Hz,l 
H), 6.90(d,J=7.3Hz,lH), 7.76(d,J=12.2Hz,lH), 8.65(s,lH), 10.13(t,J=5.8Hz,lH) 
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Ex 


Data 


559 


NMR(DMSO-d$) 5; l.lO-1.50(m,5H), 1.60-1. 70(m,lH). 170-190fm4m 1 90-2 02 
(m,2H), 2.05-2.17(ra,lH), 2.55-2.67(ro,lH), 3.42-3.59(m,3H), 3.76-3.84(m,lH), 3.88 
-3.96(m,lH), 4.02-4.1 l(m,lH), 4.22-4.30(m,lH), 5.45(brs,lH), 6.34(brd,J=6.4Hz,l 
H), 6.90(d,J=7.3Hz,lH), 7.76(d,J=12.2Hz,lH), 8.65(s,lH). 10.13(tJ=5.8Hz,lH) 


576 


NMR(DMSO-d 6 , 80*C) 5; 1.15-1.30(m,lH), 1.30-1.50(m,4H), 1.60-1.70(m,lH), 1.7 
0-1 .82(m,2H), 1. 94-2.03 (m,2H), 2.08-2.22fm,lHD 2 50-2 64fm 1H1 2 90-3~3srm? 
H), 3.46-3.58(m,lH), 3.74-3.86(m,lH), 3.89-4.00(ro,lH), 4.00-4.25(m,3H), 4.35-5.1 
0(m,2H), 5.35(brs,lH), 5.86(brd,J=6.8Hz,lH), 6.88(brd,J=6.4Hz,lH), 7.16(brs,4H), 
7.73(d,J=12.2Hz,lH), 7.92(s,lH) 


578 


NMR(DMSO-d 6 , 80*0 8: 1.15-1 30fm 1HD 1 30-1 50fm 4fn 1 fiO-1 l(\(m im 1 n 
0-1.82(m,2H), 1.94-2.03(m,2H), 2.08-2.22(m,lH), 2.50-2.64(m,lH), 2.94-3.35(m,2 
H), 3.46-3.58(m,lH), 3.74-3.85(m,lH), 3.90-4.00(m,lH), 4.00-4.25(m,3H), 4.35-5.1 
5(m,2H), 5.35(brs,lH), 5.87(brd,J=6.3Hz,lH), 6.88fbrdJ=7 3Hz im 7 16fbrs4FH 
7.73(d,J=12.2Hz,lH), 7.92(s,lH), 12.46(bre,lH) 


583 


NMR(DMSO-d6) 8; 0.84(t,J=7.4Hz,3H), 1.12-1.46(m,5H), 1.49(d,J=6.3Hz,3H), 1.61 
-1.69(m,lH), 1.70-1.90(m,6H), 1.91-2.00(m,2H), 3.43-3.65(m 3IT> 4 93<a J=6 5Hz. 1 
H), 6.29(d,J=6.4Hz,lH), 6.86(d,J=7.3Hz,lH), 7.70(d,J=12.2Hz,lH), 8.58(s,lH), 10.1 
5(t,J=5.6Hz,lH) 


619 


NMRODMSO-dfi) 8; 1.10-1.23(m,lH), 1.29-1.50(m,7H), 1.62-1.69(m,lH), 1.72-1.80 
(m,2H), 1.80-1.90(m,2H), 1.92-1.99(m,2H), 3.45-3.56(m,2H), 3.60-3.70(m,lH), s 4.58 
(q,J=7.3Hz^H), 6.73(dJ=7.3Hz,lH), 7.70(dJ=11.7Hz,lH). 10.00(U=5.4Hz,lH) 


627 


NMR(DMSO-d6) 8; 0.83(t,J=7.4Hz,6H), 1.10-1.24(m,lH), 1.26-1.52(m,4H), 1.55-2. 
02(m,llH), 3.44-3.55(m,2H), 3.62-3.75(m,lH), 4.94-5.04(m,lH), 6.65(d,J=8.3Hz,l 
H), 6.91(dJ=6.8Hz,lH), 7.71(<U=11.7Hz,lH), 10.00(U=5.6Hz,lH) 


629 


NMR(DMSO-d6) 8; 0.70-0.77(m,6H), l.ll-1.24(m,lH), 1.28-1.52(m,4H), 1.63-1.70 
(m,lH), 1.72-1.86(m,4H), 1.90-2.03(m,5H), 2.05-2. 17(m,lH), 2.25-2.39(hi,2H), 3.65 
-3.76(m,lH), 4.51-4.57(m,lH), 4.98-5.07(m,lH), 6.70(d,J=8.3Hz,lH), 6.93(d,J=6.8H 
z,lH), 7.75(d,J=11.7Hz,lH), 10.49(d,J=7.3Hz,lH) 
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R 2 : ^tl^foWt&&fcX\/^X h £^^i&$kT /^^c/^^ i/^n7;^K T y — /V 
v'^nTM/K Ty-/K ^T^ngR, -0-®H7;V^V, -OB\ -NHCO- 
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4 . P2Y12 B&W&l £ bT<^it*^)fgffl 1 IB^^-fb^^ffio 

6 . P2Y12 mmm*mk-rz>fri?>(Dm$L<Dmm i mmoi^m<Dmm 0 

7. 5$ (I -a) T*^$n^=3r/n>-^#:X^^m^{C^$H-51to 



X : C-R\ XteN 0 
Y : C-R<\ X«N 0 

Tsls^/l/XWM&cit^X^^Xh £.\s^T ^ y o 

fcff U R" £ R 12 f«^-TSSmil^^-#:ir^oT, g^ti/r^T^ 
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R 2 : ^^timM^tlX^^X-h^i&mT/^/^s ^n7W, T V — A* 
R 4 : •etb^ittft^ tLTVNT %> «fc n T/l^l^.b < fi^WJ*!^ n 

R 5 : -EL ^n^y, VTy, ^fn, fl£R7Vi"*\>K ^n^y|Sli7;v^;K 

ry— /k -^etgjt -cMsmr/i^/K -oh, -nhco- 

R 6 :-H, ab^, (BJRTA'^/P'Xtt^oy/fijRT/^l'.. > 

•fcfcb, Y^ C -R 6 ^^-#^ % R^R'tt-^i^T, <Si»7/^wy, X 

8. X^ s CHT?fcS»*©«SH7|B«S©-ft;^o 

10. R 4 #n ^^nT/V^-^*>S»^*Sffl9lBi|ft©-fb'S'«J. 

1 1. R 5 tf^ - H% -OH^b<»4^n-5r e ^T?*>5gt^(0$6ffll OfBictfMb^o 
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i imm.(Dit^o 

Pm : -C0 2 H % -SO3H, -P(0)(OH) 2 ^LtJf-OP(0)(OH)2 

Qm : -F„ -0H n -CO2H, -S0 3 H, -P(0)(OH) 2 &t>*-OP(0)(OH) 2 

1 3. NR"R 12 ^^iotQii «9iltR^n-5 1 o^_h©St?Blfe$tbTV^ (fc 
/£U>fc< tfe lo«:p»oa£R:J:911Jfe$ti/TV^5)atttT$ y«T?&5ffi 
*wf5ffl 1 l fE^tfMfc-a^c 
. P» : -C0 2 H, -S0 3 H, -P(0)(OH) 2 ^TJ«-OP(0)(OH) 2 

Qf£:-F, -OH, -C0 2 H, -S0 3 H, -P(0)(OH) 2 ^:p«-OP(0)(OH) 2 

1 4 . ffl&otggB 7 &m<Dfc&fo<z> *> ■ 

(2S)-2-({[7-0>y n^i/yiyr ^ y )-l-->y n y-l,4->> 

t Kn=¥/ y y^y/v^/i^-z^r^y)^*:/-^ 

2-({[7-0>y o^df-^/UT? y)-l-^ a^<V^/P-6-y/^n-4-^-=3ry-l,4-i^t: K 

(2S)-2-({[7-(i/y d^V/V7 5 y)-l-->y D^yf;V.6-7/Vtn-4-t^y-l,4-v? 

t Kt=t# y y >--3-y/^]#/^— /i/}7 ^ y>~^y 

{2-[({7-(v-y n^-^y/VT 5; y)-6-y7V^-n-4-^-^y-l-[(3S)-^ h^t Kn77^ 

-3-^^3-1,4-^ t Ko=¥y y y-3y^}*;vt'"^)7^; yj^^/^>^^*v^ 

{2-[({7-0>y o^df->/l^r ^ y)-6-7/^a-4-^-^ y-l-[(3R)--7" h7t Ko7?y' 
[2-({[7-(->-y n^drv-yVT 5 y)-l-(l -xf;V7a tVV)-6-7/^o-4-^-^r y-1,4-^ 

t Ko^y y ^-3-^/^/^~/i^}t^ y>i,i-^7/v^-o^5 i /^]*^*>'Sfe. 

(2-[({7-(^y n^df-V/VT^ y)-6-^/^n-l-[2-t: Kn^S/-i-(fc Kn^y^f 

**ym. 



WO 2005/009971 PCT/JP2004/010781 

112 

[2-({[7-(i^ P^t/WT ^ /y\-^ s f-?V-$-'7 ?VjrvA-**c V -1,4-5? fc KnW 

[2-({[7-0>^ P^=3f-^/V7 5 / )-l-(l-^ ^/K/n fc°/V)-6-7/V^-n-4-^-^y-l,4-i? 
(2S)-2-({[7-(^y p^^/VT )-1-(1-^5vV7°p tVl/^^^ta^-t^y 

-i,4-e?t Kn y y-w^i^^^/wr^ ta. 

[2-({[7-(v-^ ct^4->/VT 5: /)-l-(2,2-^^ ?7U-l i 3- , 5*3*- ! *"fr>'-5->r /Vy*-? /Vjr 

1 6. sk^mmmmmm-^h^m^mmi 5mm<Dmmm^ 0 

1 7. P2Yi2Pi^'j-efc^it^^$5ffli 5mw.<DmMMf&m 0 

1 9 . P2Y12 t UTcOff^cD^H 7 1 4 <£>V vf*l,/^ 1 ^fB*cO^#5?>^ 
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